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^-vl 17/ 



rK rFr^rG**^ ?*2:lt, -ett^tL, tK*®^ ->t;^ 

^;v*> C2-7Tv;^ C2-7Tn/3*->*^#-^3£. Ce-ioT 1 ;-^ (C2- 

Qt±. -Ci_ 6 t;v^v>-> -c 2 _ 6 t;v^-w^-. -Ci_ 6 r;v^v>- 
-ci_ 6 r;v^w>-s-. -O-Ci-eT^^rV^-, -s-Ci_ 6 t^ 

^-s-Ci_6T;v^v>--e2b l 9 ; 
HAtt, c 6 -ioT';-^*X^-rnrv-;v*-e^i9 ; 

[0 0 17] 

[ft 5] 




OH 



[0 0 18] 



Ms 6] 




OH 



[0 0 19] 



ffigE# 2004-3037261 
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18/ 



wr>mfr, *Bfe£> 75/*. Ci_ 6 t;v^;vS> Ci_ 6 r;vn^~>ft, 
(Ci_ 6 7;v*;v) S> (Ci_ 6 7;w3^» & fcKn*~> (Ci_ 6 7;v* 
)v) t>w (Ci_ 6 T;v3^r-» i> 75/ (Ci_ 6 r;v^^) ft> 7 5 
/ (Ci_6T^3*-» *> ^e/Xiiv (Ci_ 6 r;v^;v) T5;i, */Xtt^ 

(tKn^y (Ci_ 6 T;V^-;v) ] 75^^ C i_6 7 ^V*^ Ci_ 
6 7^^;V*-^7 5/^ Ci_67;V*;VX;i'*-;V7 5 / (Ci_ 6 7;V J r 
;V) #;V^v^ C2-77;i':3^->;tf;Wi?— ^^T'E'fA'Sh 
If— CON (RH) Rl 

(Ci_6T^=i^~» S> (Ci_67 )V*?l>?-*) *. fcKn^y (Ci_ 
6 T;Vrr^v) *. HKn^v (Ci_67;v*;W*) ^ 75/ (Ci_ 6 7^ 

75/ (Ci_ 6 7;v*^*) */3Kiv (Ci_ 6 7;v^r;v) 7 5 
y ^ ^eyXtiv C^Kn^v (Ci_67;V^;V) ] 75/*, *W K*> * 
;v?t5 K*. */Xfiv (Ci_ 6 7;v^r;v) * W F*> -e/Xfiv [n K* 
*v (Ci_ 6 7;v^;v) ] ^WKS, */Xf±^ (Ci_ 6 7;v^^) ^;v7r5 
K*> ^e/Xfi^ C^KuJfv (Ci_67;v^-;v) 3 x&7t< F3k C2-67v 

;V7 5/^ 75/ (C 2 -67v^7 5/) & C^T )V^)V7,)V^=.)V^ C 

i_g7W^A"t-^7< /*> #;w^>f;v (Ci_67;v^;v^^*-;v7 5 
/) *> fc/UaK^fVlk C2-77^3^y*^*-^ -CON (R H ) R 1 , 

#1* (xxxvi i)~(xxxxviii) ; 

(xxxvi i) c 6 -io7 i ;-^s. (xxxvi i i) c 6 _io7 , ;-^-o- 

„ (xxxix) Ce-107 1 ;-^ (Ci_67;vn^rv) ^ (x x x x) C6-10 
T ,;_ ;v (Ci_67;v^;v^^) *> (xxxxi) AfnT'J-^ (xx 
xx i i) Afn7'J-^-0- (xxxxi i i) C 3 . 8 y^n7;^^i 
„ (xxxxi v) C3_8~>^ n 7;V^r;V-0-. (xxxxv) A/'Dy^D 
y;v^;v*. (xxxxvi) Aray^nrm-O- (xxxxv ii 

ffigE# 2004-3037261 
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^->>: 19/ 



) mm&T^y&xte Uxxxv i i i) ^immr^sm 

RH^Rlji. $J£LT, ZfL^tl, T^mW^ XtiTlfifi^*^ yfrbM 

J* 

it<7>*£ 1 ~3^LTV*T& £v>fl|5il5$;75 /*£5«L ; 
[fi£lfe*l£y ] 

^Nn>r>M^ 7jc^*> 75/*. Ci_6T/^a%v^ N (Ci_e>7;v=^ -> 
) *. HFDdrv (Ci_ 6 T;vn^rv) 75/ (Ci_ 6 7;i^*v) *> ^ 

Xtiv (Ci_ 6 r;v^;v) 75/*. ^/X(iv CtKn^y (Ci_ 6 r;vdr;v) 

] 75/*. 7;V7 7 5FI, */3Kiv (Ci_67;^^) ^ 

F*. -^/Xtev (HKn^y (Ci_6T;i-^r;v) 3 *W K** ^/Xtiv 
(Ci_ 6 r;v^;v) ^;V7?5 K*. ^/Xii^' [fcKn^v (Ci_67;v^) 

} WtU'^ C 2 -67v;V7^y^ 75/ (C 2 _67y^7^) *. C 

i_6T;v^^^^*-^^ Ci_67;v^;vx;v*-;v75/^ ( 
Ci-67;^;vx;wt-;v7^) *. C2-7*^^= I ^^* ;,/: ^- 
jvm, ^;V77*^W-CON (rJ) r k 

cam*^) 

(Ci-$T)V*)V) *. (Ci_ 6 7;vn^y) *. tKn^y (Ci_ 6 7;i^ 
;V) *. tKn^rv (Ci_ 6 T;i-n^~» *. 75/ (Ci_ 6 T^^r^) *. 75 
7 (Ci_ 6 7;v=r^~» *. -t/3Uiv (Ci_ 6 7;V^;i/) 7 5/*, ^/3Ui^ 

[tKn^y (Ci_67;V^r^) ] 75/*. Ci_ 6 7;V^r^^^*-^*> Ci_ 

6 7^;^^*^;v75/*. Ci_67;i'*;v*;i'*^7 5 / (Ci_ 6 7;v^r 
*. #;wi^v*. C2-77^3^rv^;i'^^;V'*> >wv7 r^e ;t/*W 
-CON (rJ) rK 

Rj^RKfi. mL LT. ^-tt^tt. 7fcfftIIi\ X(i7X^*x 7 5/*. ^ 
/Xiiv (Ci_67;V^;V) 7 5/*. RZftJ fr^m fr&frbMWLZIrL&teM 

<£>*£ i -s^ltv^t^ iv>Ci_67;v^;v^t?ab^^ ; j£v>{± 
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: 20/ 



[0 0 2 0] 

(2) R2^^^--e^l9 ;Y^-0-. - S -X(i-NH-t$) «9 ; Qd*x 

>3**&it**ft*afe-e*«, Htrws (i) (2) fB«o»-fr«*at»*fr4 

(4) iA#7xijnif*i, tMre (3) timomGmftmmfctM**** 

(5) atA**tfy^*T?*s, una (3) iEtto*^iwawi*fr4^tt*^ 

[0 0 2 1] 

(6) mis (i) ~ (5) <Dffltimm<vM&mmmmmi$*Kte j t< 7 >mmm i ) 

(7) mia (i) ~ (5) <Dfflftfrmm<vM&m£mmmfcttzi*z<Dmmm*} 

G L Ti&ttMF&l ; 

(s) ttrifi (i) ~ (5) ^*t^iB*ois^«^at»s*t^ti^^^a^» 

G L T 1 Rtf/Xfcifc h SGLT2 fettia##J ; 

(9) tft^«JflL||«IiW*Jt?*&. Hfrffi (7) Xtt (8) fBmonhSGLTtf&li 

do) n^m~&®ir&m&<v¥wxi±temm~e$>2>, itria (7) xt± 

(8) fB*W>fc hSGLTfettlM^J; 



mgE# 2004-3037261 
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^-s?: 21/ 



mm, its* nmrn^m, jk^^^t-^-^mm, fiHj^y-ty 
m> iem^^i^^^**^^sK$*ts^ft-T***^ Bins (i o) 

(12) mmmmi$;m<Dmmm^?>m : tmLM-??$>z>, mm (7) x»± (8) ia 
m,<D \l > s g l TflHta«ij ; 

(13) MM^WMn.WM'Cdb^^ ftflB (6) faicOiM^m^:^; ; 

(14) »^^ttWJ-c*)^)> ttrta (7) ~ (12) (DWtLfrizmmvK v 
s g l Tr§ttifi##J ; 

[0 0 2 2] 

(15) 4>xv>m&&mim* mmxmmm. wn-j vm, 

y—jf 1 1 pjiiiriiu yi-frvfri-f'j-y-'&i vMtek T'of^^f 

$aa5Ht0StiMF^ N-r-fefMk- « - v h-7->? k-v^-/^^-^ 

n^>-l->f;Vlir/b>f N A EGB-7 6 1, tf^u*;K *n-7*^-> 
>\ Y-12 8, K Kn^r'>^fW^ >J^/3X>f>f A A$tXI^#lfi#^ 



mSE# 2004-3037261 
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22/ 



^fllit^ h 9 > * * - 3 V* t n - ;v jc>^ x * v/f * PIS 

, ^sittfijswf*, *mmmm. a2 -7Yv~rv v$s#7^>, trcifiL 
ik$*l4^4< ltoiaiawfti^ utriB (6) sB*oE*m^«r 

[0 0 2 3] 

Mil, sGLT2fittB«, r^^r/Zi^v^T/ii^ 

^-r^y^jfj i^m, T-f - v ^ - I V IMliS , 7nt^f>f 

, uyy^timm*^-^- 3 Mm ^;i/*^>^y^K-i. 



ffiliE# 2004-3037261 
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s<-V: 23/ 



n^v- l -*?-A>\L*ry W EGB-7 6 1. tf^tf^e;K *ur*y 
h\ Y - 1 2 8 . k n ^ <f-)V>ffy * 'J ;v ^ x >"9*>f a AjItc^^PIS^ 

: 3i/XTn-;v7y««il^ 7n7n-;K ffM£l&*^* 

ii#i£*u>^&< i®c7)»ij^ffl^-c^^, mie (7) ~ (i 2) <tmri*l 

#n-ifi*^t: fSGL Tf£i4ffi#£iJ ; ^ 

[0 0 2 4] 

^^ic^v^r, Ci_ 6 T^^;v*t{^ yntf/n^ 

^V^nt>i, ^fV7f;H> sec--r^;V*^ tert-7f 

}X/ ^ ^y^-)Vm, 'fy^^Vi, **^>"f-/Hk t e r t 

m-vym, T^^i/Vi, 7°ntfv^^ l, i-^f;vxfv>if 
<£>RS?t&: l ~ 6 <Dm&VtZ ii^^tubt^) 7^i/>S^v^ 0 C i_ 4 T 
uy^tit, *^-vy^ ^\yym, YVff-vy^ f-Yy^^-uym, ~f 

xiMvym, i, i-i?*^)i'^uymm<D)&mmi~4<Dmmttzim$' 



ttliE# 2004-3037261 



#02 0 0 3-0 9 7 1 5 2 l 24/ 

4 

tL7t±|fiCi_6T;v^;v*^v^ 0 *;v^y (Ci_ 6 t;v^;v) &b&, 
* v*-eam$ *tfc±fac i_ 6 r ;v ^r^i^v^o 

[0 0 2 5] 

t e r t-^-f-^^-^ ^>^;i^**. y^vf;i/ftl, **^:<"^ 
/vf-^Hx t e r t-^^^^&x ^^fy^ftifoMti ~6 <7)itil 

[0 0 2 6] 

^-^i, i-^t--;^ 2--7't--;v*. 2-^^^t i ;;v*^^;*^2 

~ 6 OfemVt*. it litt^ *Ufc<7> T ;V^r ^ 0 C 2 -6T - V 

o iSSI^f f«53^;M*tf> r - v ym £ o c 2-4T ;v-Jr ~ v £ i* 



mwE<W2 004-3037261 



#M 2003-097152 



■^—7: 25/ 



*L3t±fBC2-6T^-^**v^o *;V^v (C 2 -6T^^-^) * 
[0 0 2 71 

^;t/:iiy (ci_ 6 r;v^;v) rssmtit, ±&c isT 
mztitzT^/m-m^ immxi* m m <o±.% a c i_6 r * * v«m $ *Lfc r 

5y*tv^. CfcKn** (Ci-sT***) 3 r5^*k»i, 

v (Ci_6T;v^;v) afe-esTOfeSrt.fc* w FMv^ Q (Ci_6 

% ^/i^iv C^Kn^rv (Ci_ 6 t;i^;v) 3 5 K*fc»±. ±JB 

_b|Bi:Kn*v (Ci_ 6 T^^^) i^fH§^^7 7<KIS:V^ 0 C 2 
_ 7 7v;Htli, 7-t^V^ 7*niit-JHh r?- 1 ;;^ ^V7'f'J^ 



miE# 2004-3037261 
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26/ 



frfr f\M<D 7 v /Wgfe £ v» -5 o C 2-7 T v /U T 5 / * t li> ±15 C 2-7 T "> ^*^fi 
ft$^75;*tv^. 75/ (C 2 _77v;V7 5/) 364: tt> 2-75/7 
W7 Ui, 3-75/7°nt 0 t-;l/75/if^ 75/ST«?^ 

±|BC 2 -77v;v7 5yft^v^o Ci_ 6 7;v^;v^;v7^-;v*i:{±, ^f-;v* 

Ci_67^^^*-^*^*^^^7 5 /ft^v^o (Ci_6 
7;v^jv^;i/*-;v75y) *hf±, *;w^-f;v/^^;^-^7 5/if 
* ;w<?* 4 ;vs-e«m $ *Lfc±ia c i_6T jv* - 7 5 y 3££ 

;^M^;v7^ STSm $ ttfciif a C i_ 6 7 ;v * * o 
[0 0 2 8] 

/M3 (Ci_ 6 7^^;v) ^it<75±fB^n^>IE^-ei~3S^$^_L 
ffiCi_ 6 7;v^;«^v^o (Ci_67;vn^-» Shti, #m?>-tia^n^ 
>M : ?"C < l~3ffim^tt/i±IfiCi_67;vn^->*4:V^ 0 (CisT^*)^ 

mtte, ^<7)±ia^n^>'jgT--ei~3fi^$tt^±iBCi_67;v^;v 

7h^y*;wf-;vi, >fV7W^y*^^ sec-7Hy*^ 
t e r t-7f^y*^;V*> ^ 4 
y^>^-;v;t^v#;v^— *t / of^* , >*^-^ tert — 
/^fW^y* A^y;vt^y*^ #~;vS^<£>$J^ 2 ~ 7 <£> 

iSIIflct fifefr^*U£<7> 7 ;v n * v # )Vi£-)\>m £ o C 2-7^ * 3 * ~> * 

tt£JLiSCi_67;i'*;v*&^o c^r/us fl/ (Ci_ 6 7^3^r 



ffi|iE# 2004-3037261 
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v : 27/ 



2-7T ;V3^y*;v $ *Lfc±IS c i_6 T ;v * - * * £ 0 C 2 - 
7 T^3*'>*>l/#-*' (C 2 -6^^^- ;l/ ) JtJBC 2 -77/l'3**>:fr*' 
# - jUtiH $ tLfc±Ifi C 2-6 T ;v - 9 o 

[0 0 2 9] 

^v^-^o U3_7Vi7 a r )v^>v \^\^r )v-x >v ) sew, _i_pl.^^_y-^/ " 
^;v*-CSm$^±IBCi_ 6 T;V^;v*«rV^o C 3 . 7 y^T^^ (Ci_ 6 
T;V3^v) JifeC3_7'>^nr;V d r;^t?a^$^±fSCi_6T^^ 

+ '>S^V^o C3-7V^n7;H^ (Ci_6T;V^r^^) *tt±> ±|SC3_7 

7;v^;HXi^fny^n7;^iV-Hi, *A'* I J>^ x 
h7tKn77^ th^iiKDt^^ Ty'J^>, 7WS?>^ em;v> 

N ^r/'jy>^ sj-^Mj-vyv, n'^vv^, e^9^>> tf 

t,®^§tL&^*0^-r njR^«r 1 -2^^^^^^^ 3~7M 
y Kn/fy^fyKTA /sJMJ-fc Ka >f > KU A^tKn^fV 

^ftt<7)^fn]|^^ 1 ~ 2i^»WO^t:^tf 5Xti6 Itt 6M^t 
L fcflgJCTl^ fn»v^ 0 Afny^nyw (Ci_ 6 r;v^;v) 

36 Jiffi^r- Dy^DTM JV*-eg|fe $ tL7^±ffi C 1_67 ^ * ;^=SrV^ 9 
0 ^nv^nr^ (Ci_6T;V3^v) ^tl±, JilB^-rn n7M 
;l/^"e^^tLfc±.IBCi_6T;V3^'>S*v^o A70y^n7;W (Ci_6 
TJV^^) St fi, _tfB^ fny^n7JV i f Zfrtz Jiffi C i_6 T 

[0 0 3 0] 



ffifiEW 2004-3037261 
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<*-*J: 28/ 



c 6 _ioTU-;v (Ci_ 6 7;v3^r'» ±»C6-ioTV 

fc±«Ci-6T*3*->*«:V^o C 6-10TV-^ (Ci_ 6 T;v^^^) *^*± 
10 7';^Vi^t^^^*^7^Mv^e TV-fl' (C2-7T^3*'> 

y+;ij^ 7*9^^ WJ'A ^ta >fvpy^> 

ii6lli: 6l»^L/:ff^f afS^7o ^DT'J-^ (Ci_ 6 
T;v^;v) Ji|B^sxnr';-^36t?1S«^tt^±8BCi_6T;v*;v** 

[0 0 3 1] 

! _ yj£=f- y'-jVS, 1-t'DlJ ~? - yVg, 1 - >T $ ^ V* 'J V 

i-vf^9^;«, ll^/'Jy-^, ^fOlfl^OH! 



ffi|E# 2004-3037261 
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^->>: 29/ 



smtit, i--r s^vv/i/*, l-unv^*, e9 , / i ;/Hf^ i-t>7V 

[0 0 3 2] 

% tVtn-f;V^ ^V^^i, t e r t -7?-frV* f^vV t e r t 

- y ^ ;v y*7x^>'j T V ;w^<o-^Kj tc^^RS K&^xm^ 

[0 0 3 3] 

#3&l|l§OtffSB-ft5S; (I) ■?££**L-Mfrfr*H;J\ mTco^^vMi^tL^^m 
[0 0 3 4] 

[0 0 3 5] 
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[0 0 3 6] 

*>&^ Q ) 



diliE# 2004-3037261 
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31/ 



[0 0 3 7] 

k o - ^> v mm- z>zt\z£y) im-iB& (i i D 

(iii#0°C~3S^mJKt?a5<9> J^&Wi&M't 
[0 0 3 8] 

nm 2 

tOTBHW (III) Tft$tL&^rb>»**i:mia-ttS: (IV) -C***l 

i; >7 A„ *'j-)Ater t-^h^rvK\ th'J^tert 7" 
h ij •? A ;< h * -> h\ tb'J^AxhilrV KfOt*^lF4T K T )V V-fl/RJ& 

ziroz.tK£*)mm-®&: (v) -c«$*t*ft'fr*«r«ati-&ifc* t ^s*o 

RiSajR»if^J:»)***^ atl«Pll-2H«'C*io 
[0 0 3 9] 

^i^;K ^Dnftt^fK *nnH*Lf-/l^<DtttBH« (VI) 
tL3^n^^r;v*ffi^-c. iK** 1 ^^ jftm-feV^Alf 

fl!>tt*«!)W£Tt:O-T^*>Hk**-*ik^J:0. tHR-HE* (VI I) T?** 

-y^f^MT^ F> **t&<&»^** ****** 



tfJSE# 2004-3037261 
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^-v I 32/ 



KJfcfflJKfc iflc J: ») * #\ Stf* 1 W ~ 5 H rat?* & o 
[0 0 4 0] 

Iff 4 

ttKHifc* (vi i) x^mznztt^Zs yf^mm^p, ^w&Rmffi 
^j^^tKx^mm-^: (viid 

[0 0 4 1] 

tHEHtta; (viii) x-mzti&it&mz, ^ma§F&*> th'J^A^b 
e r t h K^oaaomtifttft^ &hkj£ct. 1) 

(xi i) tLi.^>y*7 7 >t f #^ttt^> - 1 ^>o mtmBK 

[0 0 4 2] 

131 6 

ItlB-K* (ID -^^tt&^iy-^ffSff*^**^^^ y " u ^ 
ff^j^K ^nn^f;K * nn@^a^;v#<£>it{ifE-- fl&5£ (VI) "C^ 

^j^So^T^o-r^^Mbi-^^iitci 19. |&|B— «5S (ix) t?^£ 



miiE#2 004-3037261 
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^-v : 33/ 



RJfcfflJftfc if K i ») *& * ^> 1 »>M ~ 5 B M t»* * o 
[0 0 4 3] 

1*17 

WBHW; (IX) T*S*L**bv«W*fcfl«HM (IV) 
IB-JBS; (x) -r^^tLS^^^^-r^-t^-e^^o fflv^*L*»«tfcb 

fh5i;Kn77V, tK, ***** * - 

[0 0 4 4] 

IS 8 

ItflB-^ (x) ^SttMfc^^-fi:^^ ^t^tS**. ^^y^A 
ll^^o/^9^^A^iK*ffl^rS»*7c-t^ifcni «jflr3B-«s£ (x 

[0 0 4 5] 

IWaHIW (X) tjESWftW^KI^*^ ^fittfcfc'K 
xi) -e^£^Mfc^«3eirf & £ *> § fflv^^ifiiU^ « 



ffiSE#2 004-3037261 
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^-vl 34/ 



[0 0 4 6] 

X5g9 

TW>Hb$*tfc*aHt«ril««"r*tklcJ:0, WEHttsft (XII) t?** 

LTt±. 00*. tf, WrWt* F*mfz> i £ > Rissfiiit 5 o ic~»isfei& 

illt 1 mm ~ 3 B "Cab & o T ;v * V Jn>fc$MftRJ& ffi v* & t Ltli, 

^?/-;K *ft&©»#»*****tf 

*&*tt%SC£ LT(±. TKm^i" > 'JfA, h V h*v b\ 

tHJ^Ax^yK^MffltKH^^o WS lilt 0t ~« 
»fl£-C*f). ft«l^Wl±«ffl^*lR#W«^#^ 9 ***** 

. S1£3 0^^~ l HH"t?*>&o 

[0 0 4 7] 
JM1 0 

tdBHR* (XI I) T*Sft*flS#**2, 3, 4, 6-7^7-0-7* 

3, 4, 6 -f >5-0-7W-l-0-h 1 ^DD7-fcf>fUM/l'-^ 

1, 2, 3, 4, 6-^>*-0-T-te^;V-/?-D 
-^V3lf7/^, 2, 3, 4, 6-rf7-0-7W-«-D-^3 
tf^y^;v^n<h\ 2, 3, 4, 6-f>7-0-7W-^-D-^V3 
tfy^W^^n*, 2, 3, 4, 6-ff7-0-7W-l-0-h'J 
^nnr*b'f5M/l'-fl-D-3!r9^H?9>'-^ 2, 3, 4, 6-f h 
9 _ 0 _ T -b^;V- i -o - h V fuuTJz W 5 hM ;V-/?-D-#7? Mf 
1, 2, 3, 4, 6-^V^-0-T"t^-i9-D-^9^ 
2, 3, 4, 6-ff7-0-^n^V-l-0->^DD7^f 
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^-v: 35/ 



/fUM^-a-D-^nV??/-^ 2, 3, 4, 6 7" h 7 O tf^^n 
/f;l/ _ 1 _ 0 _pj^nn7-fch^ hM;V-]8-D-^3tf7y-^, 2, 
3, 4, 6-f f7-0-^n^^-l-0-f'J^aaT-fe W 5 hM;V- 
a _ D -#7* M^^-*. 2, 3, 4, 6-fb7-0-eAD-f;i/-l- 
O- h i; ^nnr-b W ^ V<{ fr— fi —D — tf 1 ? 9 > tf^y-^. 2, 3, 4, 
6 _ f ^_ 0 _^V>/^jV_l-0-f'J^DD7-tf'f ^ hM ;V- a -D- 
^;vrrH°7/-^> 2, 3, 4, 6 — r h 9 -0-^> V-T /I/- 1 - 0- h V * 

/ ~ !• ^ « . TP» Jl . -1 v" ■=» 7 "7 9 "5 A — -T- V ^ — 

u u / x r 1 s r 'i — p — >-> s >— s * - - •> <-< > * > - ' ■ - 

0 -^>vM I -O- h V 9 DDT-t h -f ^ fr— a—D — JTy 9 > tf9 
y-*. 2, 3, 4, 6-fh5-0-^/'fA'-l-0-f 1 ^DnT-fc> 

«Ti:ElltH^iti:i D«HBH^ (XIII) T^tS *L*R*Mfc*r 

Mt^^^^o fflv^*L&»«fcur^ en*.!*. mt^^\y>, 

*ftfcO«^«&^*^f& Rjfei&Stt±®#- 3 o°c~ 

[0 0 4 8] 

XS1 1 

itriB-j^ (xiii) ^mzn-zMmfazr vijnfcfrMz-ttx&m^z 

te&'t&Z.tlzXL *3&WOi»IBH(bS; (I a) T^S*L&'ffc^*«ii1-* 
~ 1 0Ht*4c 



mtiE^F 2004-3037261 



mW. 2003-097152 



36/ 



[0 0 4 9] 

111 2 

msa— *&£ (id x-m^^^m^2, 3, 4, 

;l/ _ a _ D _^a^5y->^nn', 2, 3, 4, 6-f l>7-0-W 
jV _ ff _ D _^^Mi^yyiV/nU\ 2, 3, 4, 6 —r > 
n/f;v-«-D-^V3^7; ->^D5 h\ 2, 3, 4, 6-7^7-0-^* 
ACn>f;i/-a-D-2r9* Mf5/'>^D5 h\ 2, 3, 4, 6-7f7-0 

(n-^;V) 7^7A7*nU\ T^7 (n-T^V) T>*~V 

* i ; -7 Aft 2foa»©#<£TicE«Hb*** - « ^wib— (x i v) -c 
ti^^ft if * - ^ § , Ejs&MeiiSMf o o c~mm&m'?$> 9 * as 

1 BHt*S, 

[0 0 5 0] 
Iil3 

UHB-Hte*; (XIV) ■c***t*7 J Ly->Ht»»S:^o*W»^^^ 7-n 
^eg^^f- ;k ^ n nfifciM ?->K * o nft^f-^o^trSB— (VI) 7? 

A#om*<^#TKO-T;V^Mfct-&£i:K<fc «3> USB— «^ (XV) 7?^ 

. MaBK* J: D 3i1lfl«FHI-5 0M-e**o 
[0 0 5 1] 
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IDgl 4 

itria— ^ (xv) -c^stta^ h >^s#fcflfffl— ( IV ) t*** 1 -* 

|B-*fc£ (XVI) T?^ £ fr&4t&* * mk~t tf s -e £ & o fflv>?,tL&*«t 

7BJ£{5^7FS7m~mm«ffi./5t "«> V % ix»HTi«J<*i^/n 7 '~" J> '' ' r ~-~ ' ■ 

[0 0 5 2] 

It 1 5 

itris-^ (xvi) yfftmm*, 
(xvi i) xm^^Mt^^Wi^-t*^- t^-e^^o jsv^^&^^lt 

[0 0 5 3] 

Sfc, Htria-^ (xvi) ^it^Mfc^^*^ 5 ^ ^ttvW^ 

Hj* (hij^^^^^^y^r^) nv^A (I) ^nVF^nv^A^jiftS 
^ (xvi i) fflv^^v#«i:t 

, m^im^^-Mmum-ek *) > summitm* ********* 

[0 0 5 4] 

1*11 6 

ittfffi-^ (XVI I) x^frhVvkm*. ^t»«*> BMi-yW^ 

miiE# 2004-3037261 



#0 2003-097152 



: 38/ 



RXfm$CftM<Djf&Tl'M.ft-?Z> mifi— ^ (XIII) -e^£*t 

& ^ y y 7 ^ >UI9Mfc £ Miti" & ^ £ ^ * ° ^ffl v ^ £ L"Cl± 

[0 0 5 5] 

17-2 5<D»^^lt^W s f^o 
[0 0 5 6] 
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[ft 8] 




[0 0 5 7] 

R3, R4, R6, G, Xl*J:tmA»±t»IBkrai:*l**t^o IS 

[0 0 5 8] 

IS1 7 

miB-^ (xvi 1 1) t^n^x/-^^^^ 0 ^ 
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ma^^T i:o-^> v Mbf- & £ n i *) Itrifi-K (xix) -c^stt* 

& §^-r z>zttf-c^z>o m^bti&mmtLx^ w*-&, n, n— 

[0 0 5 9] 

1*11 8 

Tiffis— j»s* (x i x) -e^^tt^-r h >^##emfffi— ms*; ( i v) xmzfc 

2>Ti) -;vr;vrt vmmfct 5pStt»«E*. TfcBHb* 'JfA, 7]«ffc^ h 

fcfHtfcfc* ^mis-^ (xx) T^sfraft^***!'**"**^* 

[0 0 6 0] 

Itl 9 

twrsB-«* (xx) ^&zti&? *s -n'm&*7**ti&-**-*'- ^ uce 

WB.^^, ^nni!^f;K ^nnftfif OffS-l^; (VI) "C^ 

StLS^nftffci^f-fl'fcJBV^ ^m7J';-7A. »V7A 

^^Slo^lET t: o - r ;i/ ^jbt ^> i tKX *k mris — $:5£ (xxi) t?^ 

[0 0 6 1] 

Ig2 0 

WIBHR* (XXI) •C^$*l^^!»7*. *flHSii&«*K ^7^7A» 

mtE# 2004-3037261 



!$m 2003-097152 



^-vl 41/ 



£#?££KJ:«f2--fi£:£ (XXI I) tL^^tJ^^i"^ i ttfX* 

[0 0 6 2] 

I®2 1 

miB— ft* (xxi i) ^^tL^>7^/-;vitS#^^>^^^ n1 J KX»± 

i«TCO-^>yMtts:i:i:J: DtttlBHIE^: (XXI I I) T^£*v 
;Mfc#%*IMi1"* *<> Mv^tt^^t LTti> #Ux.l£\ N, N- 

[0 0 6 3] 

1*12 2 

lirK— (xxi i i) -c^£fr&4fr^^ ^Ste&JK'K -f-hvv** 

t e r t KfOMO^T«L)tt> -J^CJSCT. 1) 

^ (xxiv) ^$*ia^>V77Vii*#*»iit*ifc^^. 

JESJwfflv>fe*L&»*i:LTIi. ^flx.f^> -x*y->K 2-7 p n/NV 

[0 0 6 4] 
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JM 2 3 

HUffi-fl£:£ (XXI V) 2, 3, 4, 6-fh7'0-7 

i -o- b V wut*. 5 bM^-a-D-^a^?^-*- 2 

3, 4, 6-f >7-0-7W-l-0-f^DDT^h^ * bM;>- 
^D-^^y-^ 1, 2, 3, 4, 6-^>*-0-T-fef-^-/?- 
D-^3f7;^ 2, 3, 4, 6 -f>7-0-7W-«-D-^ 
3 eyy^n5K, 2, 3, 4, 6-fh9-0-TW-^-D-^ 

3^/ 4 /*7**vk, 2, 3, 4, e-fh^-o-rw-i-o-b 

.j^oT-bM ^ M/l/-«-D-35T9^ M^?^"^ 2, 3, 4, 6 — r 
^_ o _ 7W -l-0-bV^Dn7^h^f^ VJfr-p-D-ff?? ^ 
tf^y-X, 1, 2, 3, 4, 6-*>*-0-T«te* L A'-/9-D-*r?* 

2, 3, 4, 6-t>?-0-^n^-l-0-h'^nnn 
MUMjV _ ff _ D _ W ^/^ 2, 3, 4, 6— r b^-O-t?^ 
n^;v-i-0-h^nDnh^5 KM ;v- p -D-yn>* tf 9 / 2 
3, 4, 6 -T>7-0-^n^f;v-l-0-h^aa7-bF'fUM^ 
-a-D-^ntf^-^ 2, 3, 4, 6-fh7-0-^n^V-l 
-O- >V ^nnr-feM 5 K^;v-/8-D-^f7^ b MJJ—^ 2, 3, 4 

-jr/Uae?^-*, 2, 3, 4, 6 b ?-0-<W4 )V- 1 -O- b V 
^nn7-t>/f 5 N^-j8-D-^3t?7/-^, 2, 3, 4, 6-f >7 
_ 0 -^>vM ;V- 1-0- b U ^nnr-fe b 4 5 bM /U- a ? b tf 

2, 3, 4, 6 -ff7-0-^W;V-l-0-HJ^n7-t 
w 5 bM^-/3-D-55T9^ Mf7/-^iMMfflv>T, TpfStt^ 

«offirFKBI^*«ifc^*OtdBHW (XXV) 

^-tL^oa^^^^f^ifc^i. 3 or- 
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*«iwre*»K ********* msm** 

2>1)\ SSI 0^M~1 HW^^o 

[0 0 6 5] 
IS2 4 

HtriB-^ (xxv) x~m2frz>fo'&®*- yfm^mm^ *? 9 J*?j**&to 
ib-hr^; (xxvi) ^sti&ft^**^**"*^*^*- 

[0 0 6 6] 

IS2 5 

twa-HteS; (xxvi) T*$*tsB«fr*Tn/*vini**»**"r«»** 

Kt*i-*ifciwJ:»). MfflOtWBHW; (lb) t^3*L*flS***»fr*-* 

**K* ******* ^f(iltO < C~ItSKt^i), ^ 

~ 1 S^trab^o 
[0 0 6 7] 

*%w<vmU--m: (i) r^stLMi^^. R 2 ^^^^ : Y 

[0 0 6 8] 
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[it 9] 

T 




[0 0 6 9] 

[0 0 7 0] 

I5g2 6 

WBHW (XXVI I) t?3ES W 7 x y - )U»ift*^>f n y FX 
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tt<D&^KO-*>Vfl>i£1r&ZLb\iZt)im-HB& (XXVI I I) -C* 
$^*^k^«:«3Si"^^ fc**t?£&o fflv»C>tL&»ttEfc LTli> Will N, 

[0 0 7 1] 

■XM2 7 

fjffg— (XXV 1 1 Ij 'C3§:e7i"0'ICi'B- ! ti'JV->'J v- n 'nniimwM - • 

fcfcffv^ tWE-IW (XXIX) 

#3 0^~ 1 HWCab^o 
[0 0 7 2] 

1312 8 

trwaHBbS; (xxix) ^mzftzft&to (xxx) 

,^ Atert _y K y^ n _y^; V v>^A. tert-WJW 
fc^O&3fee>#3ETJ*W i t t i gfiLBZftl ZtK£V) ^ fuffi— (XXX 

i) t V7 ^ i w^^o m^hft^mmtL 

ji#3 0#W~1 But**. 
[0 0 7 3] 

X3I2 9 

WIB-«S; (xxxi) ^stL&fl^^ 7p»tt»i»4>. ^^v^^i 
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ft*ff$£fcM&trt&Hte* (xxxv) -e^^^fc^WSrWSi-a-fc^ 

[0 0 7 4] 

IS3 0 

tirffi— jK: (xxix) T?*$*L^k-frW*. ^maiifc'K ots— (x 

XXII) t?£S*U&G r i g n a r d^I^i^TG r i g n a r dRlSfcfr 

itie-^ (xxxi i i) ■essw^tftitiik* 1 

[0 0 7 5] 

113 1 

miB-^ (XXXI I I) -C^S^aft-g-WSr, N, N-v 

^ (XXXIV) T^$ttl»jM^ - ^>o fflV^tL&M 

fcLTIi. 0flx.tf> f h7tKD77^ yxf-;n-f^K ^^orl^i® 

[0 0 7 6] 

fWBHte*; (XXXI I I) "C***L«^b^*«r, ?P»tt»iM». b U 
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W,*, ? y«oK»ffl^t*XSttlti - t K * 0 1«B-« (XXXIV) 

[0 0 7 7] 

IMS 2 

OtWB— tt* (xxxv) -e^^tLa^^^mit-r^-^^^^o SH»»7G 

*Mfc»*»*k RJE&iB9E* ^ J: 0 ®*lli*m~2 HWC**o 

[0 0 7 8] 
1*13 3 

llWBHte* (XXXV) ■C«*LS'ft#»*r2, 3, 4, 6-7-b^-O-T 

3j 4> g-^^-o-TW-l-O-F^nDT-trV^^M^- 

1, 2, 3, 4, 6-^>*-0-T-t^-/?- 
D-^V3^/^ 2, 3, 4, 6-f>5-0-7W-«-D-^ 

nf^^nn; 2, 3, 4, e-f h7-o-7W-i?-D-^ 

^7/^7^n\ 2, 3, 4, 6-fh7-0-7W-l-0^ 
i; ^nnr-t h^f ^ K-T^-a-D-TJ^^ 2, 3, 4, 6 — r 

^_0_ 7 ^;v-i-O-h^nn7-bb^5 fr- fi-D-tf?9 h 
1. 2, 3, 4, 6-^>^-0-T^f-;V-^-D-^^ btf 
2, 3, 4, 6-fh7-0-^n^V-l-0-f^nn 7 * 
M , F/f;V _ fl _ D _^3^;-^ 2, 3, 4, 6-rh7-0-^ 
n/f;v _ 1 _ 0 _>,^nn7^h^^ K^;v-/?-D-^^^t°^y-^> 2 
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3, 4, 6-T >7-0-^D/f;V- 1 -O- ^nor-fe W ^ K'OV 
-«-D-#7* Mf9/-^ 2, 3, 4, 6-T-h7-0-tT^n>f;v-l 
_0- b V ^nnr-t M 5 \?4 fr— p — D — IT?? htf^y— 2, 3, 4 

-^1/3^;-^ 2, 3, 4, 6-f h7-0-^/^^-l-0->'J 

^ on T-b h ^ M ^ - D- ^v^ k*7 ^ - 2, 3, 4, 6-rh7 

_ 0 -^>vM ;v- l -O - h V ^nnr-b W 5 ;v- a -D-Jf?? h 
. _ . ._ _ ~ , - - i - ✓ x *» jf ii , i n — In n AnnY-)' 

•7 y — Z , 6 , 4, D 7 V S — \J ' ' \ " ^ > ' ' ' - 

^j^^T^K^^-^^-t^i^HtfiB-^ (xxxvi) xmztthmm 

nn*M, <b <7)^«^ £ £ tfX £ , KS^ti®#- 3 0 

[0 0 7 9] 

Iff 3 4 

um-ju^; (xxxvi) T*a^n^sam^T;v* , ;iP7K^^^'c^* 
^nifcia^ *»wotwB-jfts: (1 c) x*$LZfrz>vc&m*mM-t 

;K Tf7tKn77>, -etLib ^M^-^^ t**mf& ZttfX* § , mStt^J 

h * v k& ^fc^ffi-r* ct^ti^c «ya?aKt±)iiir o ^Htatsire* 19 . 
1 bf^-t^^o 

[0 0 8 0] 

^n^o^SB-*^: (i) x^fiM^m^n, RH^im^xh*) ; y 
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[0 0 8 1] 

Hfci o] 

H 3 C ^ H 3 CX. 




X13 5 



O Q 



SH 



(XXXVII) 



R 



R 4 
b-CH 3 

(xxxvui) 




,R 3 113 6 



A) o 
^SH ^< r4 X 1 ^A OR 6 
(XXXIX) (VI) 



OR° 




[0 0 8 2] 

(^ORl, r\ r4 > R 6^ g, Gl, Xl*J:rmA»i«»|Bi:rat«l***>^ 

[0 0 8 3] 

1*13 5 

1WB-HW (XXXVI I) -C*S*L&>f&fr**. N, N, N' , N' -fh 
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, ypffittiftii*. n-T^HI^A. sec-WJW, tert-7 

^ (xxxvi i i) -cottars KM^^ftini-^-^^^O^ffi-*^ 
(xxxix) ^$;K&ft^£*B6t-&£fc* s ^*<> ffiv*fc*La»jfcfcL 

#\ M&&&K5i#3 0^~ 1 0Bt*4o 

[0 0 8 4] 
I*§3 6 

trtBHW; (XXXIX) f«S*L4f*7x;-A'»»»t7n^f 
;K 7n«xf;v, ^nn»f;v, * nnf^xf-^olirfB— ( 
VI) t^$^^^n^x^T^Srffiv^, ^f&tei&Bi'K f'JxW^ 
. N, N— 5M V^niJ/l/xwr/^iSlC^tTtS-T^^ftt* 

KriB-*fcS; (xl) T^$tts^^*mati-^-t^-ei2>o ffi 

awe**- 

[0 0 8 5] 

113 7 

tfriB-*b£ (xl) •c^$^*'fk^*> ^vSttv^t 1 . tf'J^A^ h*~> 
t-yh^vK^o^o^T^b-t-^^t^i^mta--^ (xli) -e 

zmmtLXte, mx.ti> *9J~^ x*y->K 2-7 p n^V-;K n-^ 
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0)K If l^~2BPI^o 

[0 0 8 6] 
1*13 8 

frlfi-^ (XL I) T^^^ft^^T^^ 1 ;^^^^^-^^^^ 

. Itrie-^ (xl i i) -e^^tL^^^^r^i-^-^^i^o fflv^tt 

[0 0 8 7] 

IDB3 9 

tra-** (xl 1 1) -t****L*ft*w*. nto*m<oim 

nttTi'MSmt* ZtlzZ*) tWfBHH::* (XL I I I) t?***L*^^««r 
IBS** fflv^tL*»«tfcL-Ctt. 

[0 0 8 8] 

IS4 0 

frfB-^ (XL I I I) T^£*LMl^tJ£, TFflm^f. =*fb*** 
. =^^^#^oMm^ffi^Tm^^Mk1-^>-^^i J9|trfB-^ (XL I 

if, ig^fV'A 1, ^v-fe*v. **ih<7>m. 

~ 1 BWC**o 
[0 0 8 9] 

Ig4 1 

«WB— j« (XL IV) -e^$tt*^«jS:2, 3, 4, 6-fb7-0-7 
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3, 4, 6-f f7-0-TW-l-0->'J^nn7^h^ 5 >M;V- 
^_ D _^3if7y-^ 1, 2, 3, 4, 6-^>*-0-7-t^-/?- 
D-/;vnt?9/-A 2, 3, 4, 6-f>5-0-7W-«-D-^ 
3^;^n5 h\ 2, 3, 4, 6-rf7-0-7W-^-D-^ 
3t'7yy^7;^'n\ 2, 3, 4, 6-rf7-0-7W-l-0- h 
'j^nnr-bMUM^-d-D-^nii'vy-^, 2, 3, 4, 6-x 
h ^ _ o _ T -ir^;v- I - O - h v y * n T b 5 !M /U- /? - D - 1?? * V 
t^y-^ 1, 2, 3, 4, 6-^>^-0-T-b^;v-i8-D-**v^ Mf 
2, 3, 4, 6-Tf7-0-^n^;v-l-0-f^nD7-b 
w ^ M;v- a -D-Wtf7;-^ 2, 3, 4, 6-xb7-0-fc"^ 
nxOtz-l-O-HJ^nnT-te W 5 ^- /? -D-^*;v=r tf 9 ^ 2 

-«-D-2f?* M^-*. 2, 3, 4, 6-fb7-0-tVn^V-l 
_ 0 - h i; ^nnr-b b^f 5 hM;v-iS-D-77v^ > tf^y-^. 2, 3, 4 
6 _ th5 _ 0 _^ yy ^ ;l ,-l-0-h'J^nn7^h^ 5 F-OV-a-D 
-^3^7-^ 2, 3, 4, 6 -ff7-0-^/^V-l-0-h'J 
^nnr-tM ^ hM^-i8-D-^;V3t: 0 9y-^. 2, 3, 4, 
_ 0 -^<>vM^- i-0-hV^nnT-b>^5 a-D-tf?? h 

2, 3, 4, 6-fh7-0-^/vM^-l-0-bV^n7* 

n<D-&&T^wmit^z>z.tK£ To-wm-m: (xlv) ^£*L&f£m#& 

-etLf>om^S^^*W^-i:^i, Rj£i§jn*ii1fr-3 O'C- 
2>t&K MHU O^FI~10^^> O 
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XS4 2 

una-jR* (xlv) ^$*l&bbm^*t/i/*';id*««**^«K**» 

*<, fflv»fe*L*»iBti: LTti, tK. Its-*. .x?/-;K 

ltwu «*.wr. h;**. *h;*a* h*vb\ t>y9Axb* 

1 HFsl-C^^o 

[0 0 9 1] 

*»§s>fHBHIfc* (I) R 2 ^7KltM^-efc*) ; Q 

#xfVV*-C*») ;R3^-U-Vl-N (r5) -RA3l(i-U- Vl-NH 2 ( 
[0 0 9 2] 
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Hfci l] 





t 



9 *n*#ft¥ 




NH2 



U-V 1 



(Llla) V 



T 5 y S^-<73il5c 



(XLIX) V 
TJfe4 6 I BtitSro^A 



1 





(L) H V 
(LIII) 



(If) «* 



[0 0 9 3] 

v'j/HMWfc-c** ;ri, R 4 . R 5 . R a > g. ik vi, YfciWRAii 

[0 0 9 4] 

I5g4 3 

HtilB— ^ (XL V I) T»^S*L;Mfc^£ tert -7f JVv7x^;Vy'J 



ft!E#2 004-3037261 



#gg 2003-097152 



: 55/ 



^ h i;a.f-;VT5>, N, N-vM V^n^vxwr/f 

<Ott*OffftT^O-«tt^i-*-t*^0*IBHBS«: (XL VI I) 
*-fb'fr«4r«ti-&ik* , -eS*o «v>t,Wilii:LTIi, N, N- 

JE&iBJfSr^^J^ 9#%3r<&79N OS'S J J- bihj ^«v«o 

[0 0 9 5] 
1*14 4 

ffffi-fl££ (XLVI I) t?&Sfr*'f&fr**2 > 3, 4, 6-rh7-0- 

2> 3 4> 6 _ f>9 _o-rW-l-0-h^nnT*h>f 5 hM* 
-p-D-^n^y-^ 1, 2, 3, 4, 6-^>^-0-T-fe^V-^ 

2, 3, 4, 6-fh5-0-TW-a-D-^ 
^a^y^ron*, 2, 3, 4, 6 -ff7-0-7W-^-D-^ 
;Vnf7^>;V7^'J h\ 2, 3, 4, 6-f b7-0-7W"l-0- 
fi^nn7-bh'fnM^-«-D-**7^Mi77-7, 2, 3, 4, 6- 
f ^_ 0 _ 7W -l-0->^ao7"t>^^ K>f ^-p-D-tf?* 
hev-^ 1, 2, 3, 4, 6-^>*-0-T^;V-/?-D-2H7*h 
^^'2, 3, 4, 6-f>7-0-^;V-l-0-f^nD7 
tM5K>fA/ _ B - D -^3e9/-^ 2, 3, 4, 6-f F5-0-H' 
;m^v-l-0-h^nn7^h^ MA'-jJ-D-W^/-^ 
2> 3 4> 6 _ t ^_ 0 _^n^;i/-l-0-h'^an7-th'f5N 

,V- tf -D-^?h^/-^ 2, 3, 4, 6-7h7-0-^D^V- 
1-0-h V^nnr-feW ^ Y<< )V- p-D-Jf?? 2, 3, 

4> 6-7- b^-o-^>-W;v- i-0-f')^a7^HUM;v-a- 
D-^^7^^ 2, 3, 4, 6-7>7-0-^/^V-l-0-h 
i; ^nar-te W 5 K^OV-jS-D-^a^^--^ 2, 3, 4, 6-f f 



miE#2 004-3037261 



mm 2003-097152 



^-v : 56/ 



9 _0-^yMJV- 1 -O- h 7 J ^nnn W ^ K-f « -D-tf? * b 
tf^-*, 2, 3, 4, 6 -f>7-0-^^-l-0-> 1 J^n7 

^©«TKE«Mb$«£fc^i^*WBHtt* (XLVI I I) T^£*Ub 

X Ofcfc&d*, 0#M~ 1 B!H-eS>*o 

[0 0 9 6] 
Ig4 5 

tWBHW (XLVI I I) ^SJUMfc***, TOtti#S*> rl>7(n 
WEHW (XL IX) ^&ZftZ4LW**3t'*Z>Z.hifi-Z*Z>o fflv»fe*t* 

inc J: !) anri«FH~2 HWt?*&o 

[0 0 9 7] 
XfI4 6 

IMBHW (XL IX) ^S*t&ft^**«tt**+, >'J*W5> 

(L) -e*$*L*<k^»«riBti-*£fc* t ^**« *XRJ6^ffl^e,*L*»«k 
LTti> ttfl:**-!'^ f>?tKn79*A fc°y^>. 

3 0^K~ 1 B W*e*&<> 
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^-v: 57/ 



[0 0 9 8] 

If! 4 7 

3>Kfl^*ffiv^T*bMfc** (LI) -C***L*ft 

„ m.it^^Vy, ffeStx^K N, N-^fWA75 b\ 

t>B~ 1 BM-eab^o 

[0 0 9 9] 
I©4 8 

HHE-«* (LI) -C«$*L*>fb^»*^fiHt*«E*. 
^0^9^^A^»««rfflv*-r«jtt«xi-*ii:^^ 0«TE-«^: (L I I a) 

-cat. Mill rV7tFn77>, ^*7-;K sm^;K * 

#3 0^~ 1 BF«§T?&&o 

[0 10 0] 
IS4 9 

UIB-tt* (L I I a) t^**t*ft#**T)l/*VftI*^**^««** 
^t^tU!), MWOtllBHW (Ie) ^**L<Mt*fc*»»rt-* 

>^s-eis 0 ^oRjS7mi±ii#o , c~«»E-e^ , 9. Rjswniittffi't* 



ffil£# 2004-3037261 



#02003-097152 ^-V . 

[0 10 1] 

X@5 0 

TfflBHteS; (L) -Cjt^ttSjt^t^flHttlFilE*, H;^^T5>> N, 
N-^vrn^xWrA e'J^A 1, 8-^7W^B C5. 4 

{£1-}>V*A*miLX, WEHW (LI I I) VflAfcXtt 

*»k **w«>iriaHW: (if) •e*$*L&<b#**«fti-*^fc* , ^**o 

[0 10 2] 

*»E<oi*faHte* (i) •e^sttsifrfr*^ r2****jrt-c* 0 ; Q 

; R3y-U-V-NH-ZlXtt-U-V-NHCON (R 

C) rd (^4>oz1{±-corb. -so 2 r b . -conhrCx(±-c (=nre 
) nhrf-?£*) ;r b > r c ^ R d ^ uRifvttitiBfcnc*!*^** 

[0 10 3] 



miE# 2004-3037261 



#12 0 0 3-097152 



: 59/ 




NH 2 

/ Ii5 3 

y-v 



(LI I) r4 

OCOC1 



X*§_5 1 



R B COCI (LIV) Xtt 
r b so 2 ci (LV) 

R c NCO (LVI) 
R s COOH (LVII) 

<^l£4> 




NHCOO — ^ ^ NO2 



NH (LXII) 



R F HN 
" R N 



-L 2 (LVIII) 



(LXIII) R 



NH 



ICON, 



l-V 





NHCON 



(Ih) R 4 



(lg) R 4 

[0 10 4] 

; Ri> R 4 > R B > R c ^ ^ rF > g > g1 ^ u ^ v ^ y ^ zl * 5i 

&V> D ) 

[0 10 5] 

1*15 1 

J^T<7)^17!;S4«v^a-r^-i:^<J:^, (LI I) 

tiz>it&®frhMm-&& (lix) ^**i*ft^**«»t*tfc^^ 



[0 10 6] 
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^-v I 60/ 



OTB-ttA; (li i) -e«**L4ft^Hr*. mt^^-vy^ Mxf*, 

Hjxf;nrA n, N-^v^^if^rry, ifu^v. 1, 
8 _^ T -^tT->^ n [5. 4. 0) Vf - 7 - - b>f OtS^tT, huIB— 

jra (liv) xi± (lv) Kfcator-WKiK-ea* 

3 0#ISJ~ 1 HWaEt'^o 
[0 10 7] 

<7^£2> 

wehw (li i) -«**L*fl:««*, mtt^v^, wm*-*-^ 

h'jxwrA n, N-^v7'otf;vxwrA tfy 

vV. 1, 8— ^T^'>^D [5. 4. 0] *>7*-7--feV*tf>tt*«>#fc 
TXn*ff«T, twriB-«W (LVI) •C*3**>rvS'T*->fl3«rfc»* 
0 TC-SSEfiffi-ea* 3 0*B~1H WRJ&'Srfi^ o 

[0 10 8] 
<3T&3> 

frffi— *b£ (LI I) -e^$tL^^«jSr> N, N-^W^7 5 K> 

b'JT/-^«Dtt, tdBHW: (LVI I) -e*$*t**^#vHMb#W 
fca* 0 TC~««tiWt?5i# 1 Bf PJ~ 2 B ELRJSfcfxd • 

[0 10 9] 
<#&4> 

tME-*bS (li i) •e&**L&fl:#flfe*, fh7tFn77>, 



ffiiE# 2004-3037261 
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^-v* : 61/ 



(lvi 1 1) T?uzfr&r7~vyimmtm%m^mfri&mr~mftimffi 

~5 BNISE&fcfT do 
[0 110] 

X®5 2 

IMBHW (LIX) S *L * it&m iTW) Wittm ZltZCLtKXV) 
tpfl777, TNn -fTL'o^^'BT^rJW:'* c vs-'^-vy ^ w «_ /v <- > -.«.«=.- ----- 

Sit 3 o#w~i s^-e^^o 

[0 111] 

X®5 3 

(LI I) -C*$*L*ft^**^«tt»«+^ fijxW^A 
N, N-yMV^oH>xf;vrrA tfV^>, 1, 8-v7f^>^ [5 
4. 03 ^>f-7-b>f©ii«T> miB^: (LX) T^^tt&Stt 

Mmumx&v), Rj&mm*&m-t re*** 

[0 112] 

1*15 4 

ffisa-*fcS: (lxi) ^fc£*L&ft^&^1£«£*> b'jxwrA 

4. 0) 9>f-7-b'A 7K*ffr*-HJ*^ t e r t-7*h^> 



ffiiE# 2004-3037261 



#02 0 0 3-0 9 7 1 5 2 ^— ? 62/ 

lxi i) -e^$tt^T^>^tJXt±^^^^'B''t^-^ t - i ^- flrffi-** 
^ (lxi I i) ^RJS^fflv^ 

SUB" 3 0*W-2 BIWC**o 
[0 113] 
1*15 5 

Aria-Hfc* (lxi i i) -?mztiz> £ r ;v # M 3jd7K5W# 

J: ®^3 0#H8~1 BH*C**o 

[0 114] 

*«H«51WBHW (I) "C«**t4flS««Ort. R2#**K^-C*9 ; Q 
*ti^l/>*-C*0 ;R3#-U-V-C (=0) N (R5) -RA (*-fOR5, 
RA, V&VVtemmtmK&M-e&Z) "Qt>Ztt&®^ TfSI*i5 6~5 8 

[0 115] 



ffifE# 2004-3037261 
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^-v: 63/ 



Mfcl 3] 




Y- 



COOH 



CON 




(LIII) 



(LXVI) 



[0 116] 

(5$+<0Rl, R 4 , R^n R A . G, GK IK V. YfcJtfJfcAttttlBfcHt* 
[0 117] 



tna-nte* (lxiv) ^mzfrzit&m^femm*^ i-^;v-3- 

)V*®1nLX, MB-ft* (LIII) f*$*L475V»»#i:i^*4C: 
hK<fc*K tWB-Hte*: (LXV) ^*3*LMt^*»6i-*"^**<> * 

0 *<Dsu&n&\*aitox;~mmM3L'c*>*)> &snmi**m't ******* 

[0 118] 

Ig5 7 

fE-^ (LXV) ■t****L*'fc#**2 i 3, 4, 6-xh7-0-T-t 
f;v _ 1 _ 0 _pj^nn7-bf^ MA'-a-D-^a^y-^ 2, 



Iff 5 6 
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3> 4> 6 -rh7-0-7W-l-0-h'J^n7^>^K^V-^ 
-D-V;vnl^-*, 1, 2, 3, 4, 

-^V=rt^-*. 2, 3, 4, 6-f>7-0-7W-«-D"^n 
^;y^nU\ 2, 3, 4, 6-fh7-0-7W-^-D-W 
e5/^7;Vt'JK> 2, 3, 4, e-rV^-O-TW-l-O^ 1 ] 
^nnr^h^nM;V-a-D-^^Mi'7/-^ 2, 3, 4, 6-rh 
9 _ 0 _ 7W -l-0-h^nn7^>-f5 hM^-/9-D-^9^ h ^ 

^ -J Ui n o — •if^ ^7 V V - " ^7 

1, 2, 3, 4, b-^^y-w-^-'" f ~ " " ' 1 _ ' 
7-*, 2, 3, 4, 6 -f>7-0-^iV-l-0-h^nnnh 
>f5MA'-«-D-^3^^, 2, 3, 4, 6-f>7-0-^n 
^V-l-O-hV^nnf^^ K-f fl'-jS-D-^/i^e^-*, 2, 
3 4> 6 _^ h ^_o-tf^n^;i/-l-0-h , ;^nnr^>^^ bM;v- 
„-D-^nev-^ 2, 3, 4, 6-ff7-0-^n^^l- 
O-^ij^nnT-bHUM^-^-D-^?^^^/-^ 2, 3, 4, 

^^7/^ 2, 3, 4, 6-fh7-0-^;V-l-0-b^ 
nn7-tf^fUM;v-^-D-^V3t'7^^> 2, 3, 4, 6-fh7- 
0-^>V^;V- 1 -O- h V ^nnr-t W 5 ;v- « -D-tf^* h ^9 
2, 3, 4, 6 -fh7-O-^^l-0^^^7^ 

^^Tra^b^^-^^^^fS-^ (LXVI) -C***L*K*tt* 
[0 119] 



m«E# 2004-3037261 
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: 



IfI5 8 

tMBHBb*; (LXVI) ^$tt*iB»fr«:T^*yin7K^»$*^iftSI** 

Alitor. #smw-h;*a, f^>f, ^hu^A^h 

[0 12 0] 

*»«ote-«* (i) -va&MiL4M<»n> r 2 * 1 ****-** * ; q 

j&*.x^I/>»T?*D ; R3^-CH = CH-V2-W-N (R5) -RAXfi-CH 
2 CH 2 _ V 2-W-N (R5) -RA (^<^v2^7Xm*^^l-"C^^^ i ^ c l- 

i:H«*f*4) t?**ft'frWtt. TIBX®5 9-6 5©**^«^«ft-T* 
[0 12 11 



ffifiE# 2004-3037 
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66/ 



N— R 




[0 12 2] 

->U**V*T?*9 ; Rl, R 4 ^ R 5 > R^ G, Gl, V2. W, Yfei^Ati 

[0 12 3] 

It5 9 

WEHW (LXVI I) -ras^&ft^fcttBHIfc* (LXVI I I) 
7^>\ tb'JWtert-yb^y^ *'J7Atert-7-h^'>K, 7 



ttliE# 2004-3037261 
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^-v> : 67/ 



(lxix) ^&ztL&ft&m*9u*r&zt#T*z*o m^m^h^mm 

- fc**** * o *«>BUSil*tt»* 0 ^ 

H~ 2 BWeab&o 
[0 12 4] 

tWBHfc*; ( L X V I I ) -C*$*t4fl;^**tWE-«2*: (LXX) 

, tH^tert-WvF, e r t-W'/K, 7 *<t* 

v7A^««Ti:He ckR^IrK^^^ 1t»-H« (LX 
XI) t«*Jifi*V7 >«f#tiit* - ^* *• Rj6fcffiv>&*L* 

ii$w~2 ara-c*>*o 

[0125] 

IPI6 1 

tMRHte* (LXX I) i-x**-3- 
(3-y7W57 7nt» #^§FWMl, ^>*n^>;v#;v 

;V«iDLt, tMEHR* (LIU) 1«Hi7r/«»ftl:»^«: 
fcfcJUK WEHtt* (LXIX) ■eaSitiflAWtriai^tk*^**- 



mSE# 2004-3037261 



#0 2003-097152 



^-v? : 68/ 



[0 12 6] 

Ig6 2 

lulfi-^ (LXIX) ^&ZtL&ft&®*Tfr*Vt^ttZ^&&&* 
»K *^©*1BHW; (I j) -c***t*^^»*Wfi"T* 

ft, LT(i> *lft^> l J^A. t>VW * > V 

1£3 0 1 0Bt*4o 

10 12 7] 

I5g6 3 

*hb-*5$; (i j) ^&.ziL&4k&®ttf&®&& x t x > 

I k) -e^Stt^b-frWitUSi-^ii:^**- »»«5nRl5fcJBv*fc*L** 
itt tl±, *9J~*. x*y-;K n7tK077>, *Bfex* 

#\ M# 1 B#f*1 ~ 2 0 IW*C* & o 

[0 12 8] 
JM6 4 

uia-tt* (lxix) x-m^^it^m^^mm^, ^w&imist 

xi i) ^sitMt^**^*-^"^* 0 »»«5cRJi&^^e,*LS 



tti«E# 2004-3037261 
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^-v: 69/ 



[0 12 9] 

JM6 5 

tMBHfc* (LXXI I) T*$*L^b#*«rT>U*yillrfc«*$*T««af 

tJ ^i^y^ £*#«f a - 1 ti*-c § & o *<DWBM&t&M# o t:~ wca 
wmmtowa-t ********* kim***"***** 1 * 
sir 3 ofl-ra- i Bire**o 

[0 13 0] 

rfc^ti^c * izftm£im<DXm~xm±1&mzfe\<*& : £-t* - 

[0 13 1] 
[0 13 2] 

it^mm. a as*, mu y ©WW"* 

="^bl are*. -7^;vm> 
. won. *u*. v>=n* *«l r^?*yi»o#t 



ffigE^ 2004-3037261 



Sfcm 2003-097152 



^-y: 70/ 



[0 13 31 
[0 13 4] 

) ^k^iirh^v^ (e) #^b-a** s ^£-r&*». *»w^*^r»±* 

[0 13 5] 
[0 13 6] 

^fc^ifa Ci_6T^3^-y (C2-7^->^) ^tit, Itf 

IS C i_ 6 T ;v n * $ flit mrlB C 2 _77 ~> * v*> C 2-7T * 3 * ~> 
(C 2 - 7 7v;v) mti^ ffrfBC 2 -77^^^^*^^- ;V ^*^ $ 



miE# 2004-3037261 



#H2 003-097152 



: 71/ 



[0 1 3 7] 

SGLTUSSGLT2 ^IB#fBBimittfefci5V>-C, ^* t>SGLT 
13lltSGLT2«ttBtftffl*^Uo **t«c, *»W<0«flE-»5S: (I) * 

aU *v*liWilc*v»T«*LfeSGLT2«ttB»ftffl*:«aU Mf^-t 
^©Stffilh*, £tffc*»fc*»t* S G L T 1 fcW*fc*tt* S G L 

[0 13 8] 



tiiiE#2 004-3037261 



mm 2003-097152 



^-v 5 : 72/ 



D-ch i r o i no s i t o 1) > ?V ^>«l^rt^'- 3 E&SX, 

K-17^>^ rsyvantfls r^y>rrf-*K r;v 

F-^«56**lflWI^ WrimWMW (advanced glycation 
endproducts) &&I£«S> ^f-f *CB«, 7 -T 

hf-«b lasm. mmMWtimmmmm, n - r -t^ Mb- « - y > * > - 

T , >7 1 c-_c;^ 7 '^^w__|f (N— acetyl ated — a— 1 inked-a 
cid-dipept idase) 4 V*y I > A/MR 

fi^j&ftB^ (PDGF) . jMMRftJWftH^ (PDGF) *MK# 
PDGF-AA. PDGF-BB. PDGF-AB) , Jt&JH&IH^ (EGF) 

^> W>\ EGB— 76 In tf^n^e;v (b imoc 1 omo 1) > 

(s u 1 o d ex i de) > Y-l 2 8, t Kn * *s* y ;v=r 



, /n73-;K ¥»M>f»^-^K rrv^-rn-;v^JDlia#* 
b?|fiW3Si> ^nv-A vy^y-ty K>5v^77-!/Df>f>If 

K-ty >^lfe#3RM^ ^> K*y ^££#T K 5PJmH> tj;vv 




miiE#2 004-3037261 



#0 2003-097152 



^-v>~ : 73/ 



[0 13 9] 
[0 14 0] 

4fctt, ro*^ «fcK^i-*^»=ifc«^*«>«ffl***^** 

[0 14 1] 
[0 14 2] 

WVfniW'/'A Wjrr/tb'i^^ G I -2 6 2 5 7 0. 

(isagl i tazone) > LG - 1 0 0 6 4 1. NC-21 
00. T-174, DRF-2 1 8 9. CLX-0 9 2 1, CS-0 1 1> GW 
- 1 9 2 9, x^nr/th'J^> NIP- 2 2 Hjs«K< 

^^-^.>V-Aii«[aiffittflSS«ffrT^-^b, GW- 9 5 7 8. BM-17 
0 7 4 4^©^A'**Vy-AJiJW««fl53WW^«Trf-^ K GW- 4 0 9 
544, KRP-297. NN-6 2 2. CLX-0 9 4 0, LR-9 0. SB 
-2 1 9 9 9 4. DRF-4 1 5 8, DRF-MDX8f Wt^vV-Ai| 
IIffitt««/rT^^> ALRT-2 6 8. AGN-4 2 0 4, M 



{liiE# 2004-3037261 
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^-v?: 74/ 



X-6 0 5 4, AGN— 1 94204s LG- 1 0 0 7 5 4, ^tOf> (b 
e xa r o t e ne) fOW^f KX^T^^b, £ttt^;**>, 
ONO-5 8 16, MBX-10 2, CRE- 1 6 2 5, FK-6 14, CLX 
-0 9 0 1, CRE- 1 6 3 3, NN-2 3 4 4. BM-1 3 12 5, BM- 5 
0 1 0 5 0, HQL-9 7 5, C L X- 0 9 0 0 , MB X- 6 6 8 , MB X- 6 
7 5. S-l 5 2 6 1, GW-5 4 4. AZ-242, LY- 5 1 0 9 2 9, A 
R-H0 4 9 0 2 0, GW-50 1 5 1 6 m<D^<om<D4 V 

[0 14 3] 

^lETOW^ttTii, r#;v**-*, ^n-^ ckd- 

-7 11, x^*'Jt- K MDL- 2 5, 6 3 7. MDL- 
7 3, 9 4 5fO fl -Wy/-fim AZM-1 2 7f^)a-7^- 
■tf Mil, WO0 2/0 9 8 8 9 3 ^##ffi«c<0 S G L T 1 ettB****)^ 

mudumxi*. mm9m*w& 

[0 14 4] 

V*a«^r<b *i*o e^T^-f K*li. WfcfcMW** ^#§14^ 



mBE# 2004-3037261 



#02003-097152 



^-v: 75/ 



[0 14 5] 

MVS/^SK, ^V^n\ -t-r^V-K, ^^J~K#*->^7fcfti 
[0 14 6] 

SGLT2^ttPl#^i:LT(±, T- 1 0 9 5 1 0-2 3 7 0 

8 9-f-<2r#. #P 2001-28817 8^#> WO 0 1/16 14 7<2r#, 
WOO 1/2 7 1 2 82r#> WOO 1/6 8 6 6 0<&$H> WOO 1/7 4 8 3 4 
<£m. WOO 1/7 4 8 3 548r«U WOO 2/2 8 8 7 2 2r#. WOO 2/3 6 
6 0 22r#GL WOO 2/4 4 1 9 2 3r«U WOO 2/5 3 5 7 3<&#. WO 0 3 
/0 0 0 7 1 2-2r#fc> WO 03/02073 7<2r^iSmo^^^^^>^ 
& c SGLT2fittM*l±. WW»J**. WRlPitt^ffi- * 

[0 14 7] 
[0 14 8] 

^>*^^7>^^>tlt^ BAY-2 7-9 9 5 5, NNC 



ffitiE#2 004-3037261 



#12003-097152 



^-vl 76/ 



-92-168 7m&mr s>*t. w v*y lt»4, t 

ER-174 11. L-7 8 3 2 8 K KRX-6 13fW^> 

tv*,*?*?-*! immmtLx^ UCL-l 3 9 7**Wfc^ 

VBWtUtt, NVP-DPP7 2 8A. TSL- 
2 2 5> p-3 2/9 8^Wbtt, ^nf^vfn-»*^77^-*-l 
BB»kUli, PTP-112. OC-8 6 8 3 9. PNU- 1 7 7 4 9 6 
«*W<b*U ^i;ny>*X*ij7-b*itItUtt, NN-4 2 0 K C 
P-3 6 8 2 9 6*#*ttffe*U h^-W^77*-*B«k t 

T14. R- 1 3 2 9 1 7*#WS>*U t?;vtf Knyt--KB«fc L 

Tf4. AZD- 7 5 4 5^W^^ JfiiMflt tt«> FR-2 2 5 
6 5 9fW^tL, ^*^/i^f>'-l^i:ttli, 
-4 (exendin-4) . CJC-1131fW^ 
^fK-lT^l'ttTtt, AZM-1 3 4. LY- 3 1 5 9 0 2 *Ws> 

* zfyty*-?*- v- 1 is. itiM^ wans*** tiitt^^ 

[0 14 9] 

7;vK-^l7cfiIfIfctt{i, ^w/t7X3;ve;K 
K x^VV^^y K ADN- 138. BAL-AR I 8. ZD- 5 5 2 2. 
ADN-3 11. GP- 1 4 4 7. IDD-5 9 8. 7^W^K 

W VX^7 b (p on a 1 r e s t a t) . b (r i 

s a r e s t a t) . *+VX* 7 b ( z e n a r e s t a t ) . 
.Mminalrestat)^ hv;Vtf--*. AL-1 5 6 7,^V 

(imirestat).M- 16209. TAT. AD-5 4 6 7. 
«At>^^^, AS-3201. NZ-3 14. SG-210. JTT-8 
1 1. r/F;WX^7 b (lindolrestat) fm*Th*.ho T)W 



HiiE# 2004-3037261 
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^-v*. 77/ 



[0 15 0] 

»3|eWKb«*^ia«lt^tt> K**5>, OPB-9 19 5, AL 
T-9 4 6, ALT-7 1 1> IIf7yy>fW^^ *&fc«Hfcj£to& 

£ l&WT <t> cct-J.'; ,-r-m flaws- -£ =f±<w c- ^ ^ /■ — tj 

[0 15 1] 

^ nfyfv ^ t -4fCfi«i:UI^ LY-3 3 3 5 3 1, 5F^9'J> 
[0 15 2] 

d e x 1 i p o t am) *SF***Hf&*U K*«WMWB«5fc l^*** 
^—t?(£#iiU ttl±, GP I - 5 6 9 3^^f <btt N *j^f>fS#fc 

N ^.jTA EGB-76 1, if* 

[0 15 3] 

1 

fflSEiRF 2004-3037261 
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^^f-VtVVfA, y^^f^h'J')^ n (1 o v a s t 
a t i n) , W****"^ 7^U^f>tfV^A, THWU^f>* 
*V*A*J»*K SC- 45355, SQ- 3 3 6 0 0. CP- 8 3 1 0 1, B 
B _ 476 ^ L -669262. S-2468. DMP- 5 6 5. U-2 0 6 8 
5, BAY-x-2 6 7 8, BAY- 1 0-2 9 8 7, 9 + 

A, n^^^^^>*^~>^^N 3VX>n> (colestolone)> ? 
;W***f-V (d a 1 v a s t a t i n) , Tyf^-b> 9V 
+ > (criivasiatin), BMS- 1 8 0 4 3 1 . BMY — 

2 i 9 5 o> >fv>^K?^y, #;w^*f->> bmy-2 2 0 8 9. «w 

+ V (b e r v a s t a t i n) *WWT*>*-*>. * Kn^y^W^ 
[0 15 4] 

^y^_ K ->7 , n7'f7'5->> ^V/7^r9->; ^ D ^^7-K * 

^A7-f7ny;K -37^7->, Ify^^-K 
yA7^77-K ^*7<7?-K AHL-15 7fW^ 

iL*o 7*79-1* m-izMJ n&m&fo.^ 

-by Kite. Txn-Attl&JR^kSO^iaiwH^tb^o 
[0 15 5] 

i 3 3 _ 7F l/^-i;>^#:T^-^h^tT(i. BRL-2 8 4 1 0. SR- 
58611 A. I CI- 1 9 8 1 5 7, ZD- 2079. BMS- 1 9 4 4 4 9 



ffiiE# 2004-30372 



2003-097152 



^-v! 79/ 



. BRL-3 7 3 4 4. CP-3 3 1 6 7 9. CP-1U271, L-7 5 0 
3 5 5, BMS-18 74 13. SR- 5 9 0 6 2A. BMS-2 1 0 2 8 5. 
LY- 377604, SWR-0 3 4 2 S A. AZ-4 0 1 4 0. SB-226 
552, D-7 114. BRL-3 5 1 3 5. FR- 1 4 9 1 7 5. BRL-2 
6830 A, CL-3 1 6 2 4 3. AJ-9 6 7 7. GW- 4 2 7 3 5 3 . N- 
5 9 8 4. GW-2 6 9 6. YM17 8^W^« ^-TFVtr/t 

n — ;i/jfiL5E> ill h x ) 9 V -e v r wuiisn ^B^ i^mm^/^^-^ — — ■ — 

&c£it& /?3-T KVt'J ^5fc»»***tMKlWWk«>^ait J: ^ 
[0 15 6] 

TE-1 2 2. MCC-1 4 7. PD- 1 3 2 3 0 1 -2. DUP-129. U 
-73482. U- 76807. RP-70676. P-06139. CP - 1 
13818. RP- 73163. FR- 1 2 9 1 6 9. FY- 038. EAB- 
309. KY-455, LS-3115. FR- 145237. T- 2591. 
J-104127. R-755. FCE-28654. YIC-C8-434. 

(avasimibe) . CI-976. RP-64477. F-l 
394, "7 (eldacimibe). CS-505. CL-283 

5 4 6. YM- 1 7 E, V s s \ tf-r* (lecimibide). 447C88. 
YM- 7 5 0. E-5 3 2 4. KW- 3 0 3 3 . HL-0 0 4. x 7 ;Vy^ ( 
e f 1 uc imibe) *jW*f&*t*o T^i^AA: nVX-rn- 

o 

[0 15 7] 



mmE# 2004-3037261 



2003-097152 



^-s? : 80/ 



nWtfV9A, KB-26 1 3 v^n-;HWIl 

fcLTtt, xW5^, SCH-4 8 4 6 1f#Pf^ 

Ttt, **iJ***K ATL- 9 6 2. AZM-13 1, RED-10 3 00 

xb**V^W«fWfe*U **T ^Ttt, SDZ-2 6 
8-19 8. BMS- 1 88494. A- 87049, RPR- 101821. 

ZD- 9 7 2 0. RPR- 1 0 7 3 9 3, ER-2 7 8 5 6*WWf&*U ~n 
. . -t -,s<fo-v 5 v? i cp- — )h n-tr 1 ) V 

j-ymw^wt liii^ — ii-r — > v ^ - . . > 

I,**.? 5^ 3W f?M»3H:^A, GT- 1 0 2-2 7 9^f 
lf<b*U tf^A*^t«>9^#-^-IIl«fc^ 2 6 4W9 4 
S-8 9 2 1, SD-56 13Wff>^ n^rn-^fW 

PNU- 1 0 7 3 6 8 E. SC-7 9 5. JTT-7 0 

[0 15 8] 

nl>->ft{li« ^nf^/T^h 5 HT 2C -T 10 > ' 



ffiiE#2 004-3037261 



#0 2003-097152 



^->? : 81/ 



3\X*h) . fneVjjCffi*^*^ 3H3H3^VttHl*Ky« 

y^^lfibtu -fenf->7^hi:tm ^^V7"rA (+) st* 

niftA GW-3 2 0 6 5 9f*W^ ;;VTFl/t'J«IJiI^ 
-Cf±. nij7'7A, YM-9 9 2#W^, 0 2 -^ K^t'J >^#^T rf 

^>X7x^VA ^7>7x^A 7x>y^7yA ^x^h7 

yxf^rntTt'A 7x^7d;V-;v7 5A *n^>V>?** 
*;W»f?>*U KwN'r/7^btLt(i, ER-2 3 0. K^V^/^A 

L,T(*. 'JWnW»f^ y -75/i&K^7>^^>fcL 

rf-XhfcUTtt, LY-3 5 5 1 0 1f^ s W^^ DA>7l>^>7^ 
*h (^:CCK-A7^» tttii> SR-146131. SSR-1 
25180. BP- 3. 200, A- 7 1 6 2 3, FPL-15849. GI- 
2 4 8 5 7 3. GW-7 178, GI-18177K GW- 7 8 5 4, A- 7 

1 3 7 8fWb^ -a-D^7 a fFY7>^^>tL"Ca, SR-1 

2 0 8 1 9 -A, PD- 160170. NGD-9 5 - 1. BIBP-3226 



ffiSE# 2004-3037261 



JjflU 2003-097152 



/^-v: 82/ 



, 1 2 2 9-U-9K CGP-7 1 6 8 3. BIB 0- 3304. CP-67 
\ 9 0 6 - 0 1 . J - 1 1 5 8 1 AmffiWfhMo *WW«tt. «pfc*±*R 

[0 15 9] 

;l/*;Vv^A. ^m^^^^^ 1 ^^ (mo e x i p r i 1) . V>"^T 
SEALED* KSP* ^ v '° 

[0 16 0] 

^xy^^f/- ; eia^fcU-Cti. tv;U'J9->> MDL-1 0 0 
2 4 0. 77vKh'^ (f a s i do t r i 1) , tA;UV9-K GW- 
6 6 0 5 1 1 X. (mixanpri 1) . SA— 7060. E 

-4 0 3 0. SLV-3 0 6. x*Kb'J^»f^^ ^ xy ^^ f 

[0 16 1] 

->;vm^n-9-;v^v. ■f-JUSIM'*^ >f /w*9-**>. EX 

P-3 17 4. L-l 5 8 8 0 9. EXP-3 3 12. 

KT-3-6 7 1. GA-0 113. RU-6 4 2 7 6. EMD-9 0 



tBiE# 2004-3037261 



2003-097152 



^- y I 83/ 



4 2 3. BR- 9 7 0 Hf**W2>*L*o TV5?tf>VVI I $$#JgJfi&ti 
[0 16 2] 

x>K>fe'r/WtSfIfcti:it CGS-3 1 4 4 7, CGS-3 5 0 
6 6, SM-1 9 7 1 24frW»ffe*U x>F^'J^f#TV^^ha 
Ttt, L-7 4 9 8 0 5, TBC-3214, BMS- 1 8 2 8 7 4, BQ-6 
1 0. TA-0 201. SB-215355. PD-180988, 
r/tHJW(sitaxsentan), BMS- 1 9 3 8 8 4, 

(darusent an) > TBC-3711, tV**** 
*>i;*A (tezosentanK J - 1 0 4 1 3 2. YM- 5 9 8, S- 
0139. SB-234551. RPR-118031 A. ATZ-1993. 
RO-61-1790. ABT-5 46, i>7^>^>, BMS-20794 

[0 16 3] 





n^nfrvK, ^V7WK, ^^nfTvK, >f>*>Uh\ HJ/< 

•feS F. -f*9-Y> *T?7^, r/W^'J^, ^tfny^^ h ^> > 
,j T A7WA 7^7^'JA Ify^V^'A LLU-a. PNU-80 

8 7 3A. -TVV;VtfF\ D-*e>~>->W D-V^tf>-^ "7;V*h-* 
, ^ij-fey V. T-fehV9 5 F, *9VJ5. F. FR- 1 7 9 5 4 4, OPC- 

3 1 2 6 0, U > (lixivaptan), fflflfta-^^ 

[0 16 4] 




ffiliE# 2004-3037261 



#H 2003-097152 



^--7: 84/ 



mwt'w-wy* w*-^^ i&^~vt?>, v;v~ve>, - 

y; V y'e>, ->V>^A i7i^^A ^W^tfV, 7x0^^ ^ 

?n-/K Slr^/y'A fi»7*tV'», tt»7*5^>, 

^ n _ ;K ^;uftn-;K 77;>|ify7"nn-;K -^n>gN^°>F 

Ttt, »o-y>, ***hVt, CHF- 1 0 3 5, Bl/rt^>X % « 
S^7>7 7y'A ^y* y-'^> (moxonidine) ^ nyx^y^V ( 
1 o f e x i d i n e) . ^^J^^V-^W^^ £*L$>0*»]tt 

[0 16 5] 

^ 3 > > fxfjv, litJH y* 1/ 9 - h , 7^7% h7t* v^K 

[0 16 6] 

;v#'Mfc3££L"rt*, ^EicftbVvA, ^>i*^A> *.x>m^HJ 



2004-3037261 



#0 2003-097152 



^-v: 85/ 



9A»#PffeW. £*l$>«*M«\ tffcliMWA*, 
[0 16 7] 

. >r>*i;>*W=*8fc*, WWRIM*. tf^T-MK*, >f>^yv»«ME 
y—jg I I pjlii^K v^T^ - zsjv^y t y — ^ i v Hj±-e-^> >• - ✓ •• - - - - • 

nyyMII^t^*- 3 rf>»^-7'^ K— 1 , 7** 

^y^Y-imm^ W^>I^fK-lT^l>> 75TA T5'J 

mm, sglt2 s&ia#m*3 <t tM u v 



miE# 2004-3037261 



mU 2003-097152 



^-v: 86/ 



H^Js M«S*MiW^ -hfltfUSIH^ IMBMOTfs 

^iJ^A FD*'>- 1 -tf-fryzW EGB-7 6 1. 

e**n*>K ^nWK, Y-12 8. T >^r> ->VSa«*IB#^ 

, jy^ym^mm. mm.um.mm, em-im* 4>*v>mm 

^--tf I I ^^v^^r-^ I VM*. y^ui/y 



ffiiE# 2004-3037261 
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87/ 



o * * ******* ^a*** 

* t < . «IR4Wfi*^ S G L T 2 iSttB**^ ^ 3 -7KVt'J>»rn' 

^ his irfASiaflilW** d*r**l*^*< l »fr 

10 1 6 8J 

9/1 0 0 1 K BB&i»W0 9 9/2 6 6 0 6^>7V? 

[0 16 9] 

k&h. ***u tt**u »^ «^ J > mmm. mm. mmm 

_t|BW«Hc WMfc-T * £ k K * 9 «Si" * - * * * • 
[0 17 0] 

D$ttUfcM*t*#. gP^MAlBi/^WaO. l~1 0 0 0mg 

(Dmmx^ »pa4owa:, ^aihi^wo. oi-3oom g o« 



2004-3037261 



f$m 2003-097152 



y : 88/ 



-frfc^Ttttf-r**^ aWBffloft««©«^*tt, BO^Jo^ilcjSC-c 
[0 17 1] 

10 17 2] 

mnmi 

##15111 

2 , > 6 . _^KnWth7x;> (4g) Sitf^B** 1 ;** (3. 
8 2 g) ©7-b» (4 OmL) atefclCOS^rn 3 P < 3 - 1 3mL) * 
in£> M-C-HftWPLfco EJS«^»*7K4»^r. WffiLfcttfi*«H*u 

tK*5 * if n v-castn^ «et«*-*-* - ^ * 9 wm&m (3.6 

7 g) *#fco 

[0 17 3] 
lH-NMR (CDC 1 3) ^ppm! 

2.62 (3H, b). 5.13 (2H, s), 6.45-6.5 (1H, m), 6.55-6.65 (1H, m), 7.3-7.5 
(6H, m), 13.22 (1H, s) 
[0 17 4] 
###0 2 

2 » -✓stvv^v*^- 6' -tKn^y7-fe>7x/> (0. 5 g) <D*-9 
(lOmL) -7K (3mL) M*fc*9Mfc* V * * (1. 3 9 g) £JD 

iu aa-ei o»m«j*Lfc. a©«**^p->*'^*" 3rriiK (0 - 37mL 
) ^jox.. msr-4 5i*waH$t^o aes#»^2mo i/Lmm d 2. 5 

ztKx*) mmik&m (0. 6 9 g ) *wz<> 

[0 17 5] 



ffiaE# 2004-3037261 
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^-y. 89/ 



1H-NMR (CDC 1 3) <5ppm: 

2.35 (3H, s), 5.13 (2H, s), 6.5-6.6 (1H, m), 6.6-6.7 (1H, m), 7.0-7.1 (4 
H, m), 7.25-7.55 (6H, m), 7.75 (1H, d, J=15.7Hz), 7.86 (1H, d, J=15.7Hz) 

, 13.53 (1H, s) 

[0 17 6] 

##$]3 

p _ |, ;vj;vf t > v »-* ^ / ' - 1 ^ — 

[0 17 7] 

1H-NMR (CDC 1 3) Sppml 

5.13 (2H, s), 6.55 (1H, d, J=8.1Hz), 6.66 (1H, d, J=8.2Hz), 7.1-7.15 (2H 
, m), 7.15-7.45 (7H, m), 7.45-7.55 (2H, m), 7.75 (1H, d, J=15.8Hz), 7.88 
(1H, d, J=15.8Hz), 13.48 (1H, s) 
[0 1 7 8] 
##fa!4 

[0 17 9] 

1H-NMR (CDC 1 3) Sppm: 

2.42 (3H, s), 5.13 (2H, s), 6.55 (1H, dd, J=8.2Hz, 0.8Hz), 6.66 (1H, dd, 
J=8.4Hz, 0.8Hz), 6.85-7.0 (2H, m), 7.1-7.25 (2H, m), 7.3-7.45 (4H, m), 
7.45-7.5 (2H, m), 7.8 (1H, d, J=15.4Hz), 8.06 (1H, d, J=15.4Hz), 13.4 (1 
H, s) 

[0 18 0] 

###U 5 



miiEflf 2 004-3037261 



#fl 2003-097152 



[0 18 1] 

iH-NMR (CDC 1 3) <5ppm: 

2.27 (3H, s), 5.15 (2H, s), 6.55 (1H, d, J=8.2Hz, 1.0Hz), 6.65 (1H, d, J 
=8.4Hz, 1.0Hz), 6.9-7.0 (1H, m), 7.05-7.2 (3H, m), 7.3-7.45 (4H, m), 7.4 
5-7.5 (2H, m), 7.74 (1H, d, J=15.3Hz), 7.87 (1H, d, J=15.3Hz), 13.4 (1H, 
s) 

[0 1 8 2 ] 

##$16 

n io ?v n y 

2 > _^>v;i/*^v-6' -tKn^>-4-^fW^3 , " / (0. 69 g 
) ©7*>> (lOmL) -N, N-^W*A7?K (lOmL) *»tfc 
. Ei^'J^A (0. 4 1 g) iSi^Vn^m^f-^ (0. 2 1mL) SriD*. 

oJWt^^^-A' (lOmL) K»#U 10%^7yfA»* (0. 2 
9 g) £A0x-> 7K^#H^.Tm?a-e5BfF^WL^o RJStl^t^b^^ V> 

*amx.. ufco mfo*m&Tim+zztKX)m&{te* (o. 

5 8 g) 

[0 18 3] 

iH-NMR (CDC 1 3) 5ppm: 

2.32 (3H, s), 2.95-3.05 (2H, m) , 3.5-3.6 (2H, m), 3.69 (3H, s). 4.68 (2H 
, s), 6.22 (1H, d, J=8.4Hz), 6.63 (1H, d, J=8.4Hz), 7.1 (2H, d, J=8.2Hz) 
, 7.15 (2H, d, J=8.2Hz), 7.31 (1H, t, J=8.4Hz), 13.18 (1H, s) 

[0 18 4] 
###0 7 

2 » -^>^;i/^-^~>-6' -H Kn^y-4-^W^>^f £2 



ffifiE# 2004-30372 
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■K-v : 91/ 



[0 18 5] 

1H-NMR (CDC 1 3) Sppm: 

3.0-3.1 (2H, m), 3.5-3.6 (2H, m), 3.67 (3H, s), 4.68 (2H, s), 6.2-6.25 ( 
1H, m), 6.64 (1H, dd, J=8.2Hz, 1.0Hz), 7.15-7.35 (6H, m), 13.18 (1H, s) 

[0 18 6] 
###)8 

6 bmn^m^wmt^m^t^o 

[0 18 7] 

1H-NMR (CDC 1 3) Sppm: 

2.35 (3H, s), 3.0-3.05 (2H, m), 3.45-3.55 (2H, m), 3.63 (3H, s), 4.67 (2 
H, s), 6.23 (1H, d, J=8.4Hz), 6.64 (1H, d, J=8.4Hz), 7.05-7.25 (4H, m), 
7.32 (1H, t, J=8.4Hz), 13.21 (1H, s) 

[0 18 8] 
##$19 

[0 18 9] 

lH-NMR (CDC 1 3) ^ppm: 

2.33 (3H, s), 2.95-3.05 (2H, m), 3.5-3.6 (2H, m), 3.68 (3H, s), 4.68 (2H 
, s), 6.23 (1H, d, J=8.4Hz), 6.64 (1H, d, J=8.4Hz), 6.95-7.1 (3H, m), 7. 



miE# 2004-3037261 



2003-097152 



18 (1H, t, J=7.7Hz), 7.31 (1H, t, J=8.4Hz), 13.19 (1H, s) 
[0 19 0] 
1 0 

Kn*;vn^ (0. 5 8 g) <»*9 J-fr (1 OmL) ?#T&^ h V h * 

v K (28%>^y 0 . 6 8 m L) SriDx.* -WIIILfco 

g^y'J*W7A^n-7f^77^- (^m^S: n-^**>/ftBI^ 
;v=5/l) T?»ft-f&ik»cJ: DIMB'f&fr'* (0. 1 3 g) 

[0 19 1] 
1H-NMR (CDC 1 3) 5ppm: 

2.32 (3H, s), 2.95-3.1 (4H, m), 4.98 (1H, s), 6.54 (1H, dd, J=7.5Hz, 0.8 
Hz), 7.0-7.15 (6H, m), 7.22 (1H, s) 
[0 19 2] 
1 1 

4-tKn^y-3- (2-7x^;VxfjV) W75^ 
n*;V3>coft^0^6' -U'D^y-2' - h^y*^*^ >^v 

[0 19 3] 

iH-NMR (CDC 1 3) 5ppm: 

3.0-3.15 (4H, m), 5.09 (1H, s), 6.54 (1H, dd, J=7.6Hz, 1.1Hz), 7.0-7.15 
(2H, m), 7.15-7.35 (6H, m) 

[0 19 4] 
##08 1 2 

4 _^ F n^v-3- [2 - (2-^f^7x^V) if/l'] ^^7> 
6 > -tKn^y-2' - -4-^f^yt 

ffi|E# 2004-30372 
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93/ 



[0 19 5] 

iH-NMR (CDC 1 3) Sppm: 

2.34 (3H, s), 3.0-3.1 (4H, m), 5.0 (1H, s), 6.55 (1H, dd, J=7.4Hz, 0.9Hz 
), 7.0-7.25 (6H, m), 7.27 (1H, s) 



io 1 9 6] 



3 

[0 19 7] 

iH-NMR (CDC 1 3) appml 

2.33 (3H, s), 2.95-3.05 (2H, m), 3.05-3.15 (2H, m), 5.01 (1H, s), 6.54 ( 
1H, dd, J=7.4Hz, 0.9Hz), 6.95-7.15 (5H, m), 7.18 (1H, t, J=7.4Hz), 7.24 
(1H, s) 

[0 19 8] 

4- (^-D-^3t7;y^v) -3- C2- U-***?*-*) 

4-tKn^>-3- [2 - (4-^f^7x-;v) x*-*0 ^'/7?> ( 
0. I3g)i3i^2, 3, 4, 6-fh7-0-7W-l-0->^n 
nT*WS hM/u-a-D-^n*?^-* (0. 2 7 g) 

(5mL) ^»:H77^fi-vW i -f;« (0. 0 6 9mL) * 

ittH: n-^*-9->/»«^^=3/l-3/2) 



HiiE# 2004-3037261 
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5> : 94/ 



i^aM- (2, 3, 4, 6-fh7-0-TW-^-D-^^ 

-3- C2- (4-^f-;v7o,-;v) **-aO (o 

2 5g) *#fco t**,**/-* (4mL) CHU -J-hV^A^h*^ 
K 0. 0 8 2mL) fcira*., £iBT? 1 Htfflltt^Lfco 

(0. 1 4 g) fcWfco 
10 19 9] 
iH-NMR (CD3OD) appm: 

2.28 (3H, s), 2.85-3.1 (3H, m), 3.1-3.25 (1H, m), 3.35-3.45 (1H, m), 3.4 
5-3.65 (3H, m), 3.71 (1H, dd, J=12.0Hz, 5.6Hz), 3.9 (1H, dd, J=12.0Hz, 2 
.1Hz), 5.18 (1H, d, J=7.8Hz), 6.95 (1H, d, J=8.2Hz), 7.0-7.15 (5H, m), 7 
.18 (1H, t, J=8.2Hz), 7.25 (1H, s) 
[0 2 0 0] 



4- (jj-D-W^y^W) -3- (2-7x-)Vxf;V) - 
4-KKB^-3- [2- ( 4 -^f;V7x^) x.^;V] ^^/77^ 

[0 2 0 1] 

iH-NMR (CD3OD) 5ppm! 

2.9-3.15 (3H, m), 3.15-3.25 (1H, m), 3.35-3.55 (3H, m), 3.55-3.65 (1H, m 
), 3.71 (1H, dd, J=12.0Hz, 5.4Hz), 3.9 (1H, dd, J=12.0Hz, 2.4Hz), 5.19 ( 
1H, d, J=8.1Hz), 6.96 (1H, d, J=8.1Hz), 7.05-7.3 (8H, m) 
[0 2 0 2] 

mmms 

4- (^-D-^^^/vH^rV) -3- C2- 



tfJSE# 2004-3037261 
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^-y : 95/ 



^^:4-tKD^>-3- C2- .x**] 

[0 2 0 3] 

1H-NMR (CD3OD) Jppm! 

2.27 (3H, s), 2.9-3.25 (4H, m), 3.35-3.45 (1H, m), 3.45-3.6 (3H, m), 3.7 
1 (1H, dd, J=12.2Hz, 5.9Hz), 3.91 (1H, dd, J=12.2Hz, 2.2Hz), 5.18 (1H, d 
, J=7.9Hz), 6.97 (1H, d, J«8.2Hz), 7.0-7.15 (5H, m), 7.19 (1H, t. J-8.2H 

z), 7.24 (1H, s) 
[0 2 0 4] 



4- (^-D-Wfyy^^y) -3- [2- (3-^f^7x^) 

j.^-;v] ^W7 7> 

4-KKn^-3- C2- U-**-*?*-*) xf^) ^>^7>o 
ftfr«9K4-fcKn*v-3- C2- 

[0 2 0 5] 

1H-NMR (CD3OD) Sppm: 

2.29 (3H, s), 2.85-3.1 (3H, m), 3.1-3.25 (1H, m), 3.35-3.55 (3H, m), 3.5 

5- 3.65 (1H. m), 3.71 (1H, dd, J=12.0Hz, 5.6Hz), 3.9 (1H, dd, J=12.0Hz, 2 
.3Hz), 5.19 (1H, d, J=7.8Hz), 6.9-7.15 (6H, m), 7.18 (1H, t, J=8.2Hz), 7 

.26 (1H, s) 

[0 2 0 6] 



4 _ (£- D -#?*h^yv;V**v) -3- (2~7x^xf;H s<> 

4 _ tKD ^v-3- (2 -7x-^xf/l/) ^ % /7 7> (0. llg) ^ 
£t>'l, 2, 3, 4, 6 -O-T-bf-^- £ -D-#7 ? \ \L=7 J 

(0. 3 7g) Otft^VV (5mL) *<fc*** • V^^*- 



miE^ 2004-3037261 



mm 2003-097152 



^-y. 96/ 



(0. 1 2mL) i^-WLfco J^«*«to * * V * 

W7A^7h^77^ Gfttttttt'. n-AW/l»x^ s 3/l- 
3/2) t?*»t*tfct:J:»), 4- (2, 3, 4, 6-n7-0'7W 
-0-D-#7*h^^>***~>) -3- (2-7x^;Vxf;V) ^>V"7 
9> (0. 13g) i***^-* (5mL) fc**U 

^^>K(2 8%^^«0. 0 4 3mL) SriD*-. ^3 0^11 

. ^ i . / jt t _ A*— i n /i 1 filtx *>W 

(2 4mg) *WtZo 
[0 2 0 7] 
lH-NMR (CD3OD) 5ppm: 

2.95-3.25 (4H, m), 3.62 (1H, dd, J=9.8Hz, 3.2Hz), 3.7-3.85 (3H, m), 3.9- 
4.0 (2H, m), 5.13 (1H, d, J=7.9Hz), 6.98 (1H, d, J=8.4Hz), 7.05-7.3 (8H, 
m) 

[0 2 0 8] 

1 4 

2 > „ 4> , 6' -h'JtKn^>T"bh7x/> • ItRMJ (5 g) feit>* 
IHI^fM?. 4 2g) *>N, N-vVWWTU' (lOOmL) ft 
^T^y^)Vfu^V (6. 3 9mL) ^Dx. 

V^n^h^^- (fcttt**: n-^t>/Ki^=lO/i~ 5 

/I) t«U2' , 4' -^>W^>-6' -tKn*m>7x 
7 > (5. 7 1 g) -tL^i^y-^ (4 5mL) (1 5mL) l~ 

mu **ft*y*A (11. 0 g) *inx.> »-ei o»«lWt^ ^ 
y xrm k (2. 5 lmD *aniu »ei swrnmu*. 



miE# 2004-3037261 
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: 97/ 



T^UT2' , 4' -^>****V-6' -tKn^W> (4. 8 
5g) *»fc„ -*L*N, N-^W^7U' (4 0mL) -T-feh^ ( 
12mL) K**U * (2. 3 g) * *t*/n*W***-* (1- 

*«ET«*b3to fctt***/-* (3 0mL) fc**U 10%^v^ 

(o. 5 g) £in^ 7K**H«Taat?- «»tfc. 

(2. 2 6 g) 4r»feo 
[0 2 0 9] 
1H-NMR (CDC 1 3) Sppm: 

3.0-3.05 (2H, m), 3.45-3.5 (2H, m), 3.66 (3H, s), 4.63 (2H, s), 5.58 (1H 
. brs), 5.75 (1H, d, J=2.3Hz), 6.03 (1H, d, J=2.3Hz), 7.15-7.35 (5H, m), 

13.89 (1H, s) 

[0210] 

##1511 1 5 

4' , 6' -^Ku*v-2' - (^^y*^^^^-» Kn 
(d. 6 g) ON, N -v7WM7^ F (1 OmL) * 
f#ij 9 A (0. 2 6g) *W/^n5K(0. 2 2mL) *JD*.. S 
a-PHQIiaffU. RjcB*^W*7K+^r. «ffiLfctt****U «ET 
*£*i-&£fcKJ:g*faft'&» (0. 5 3g) *mzo 

[0 2 11] 
lH-NMR (CDC 1 3) 5ppm: 

3.0-3.05 (2H, m), 3.45-3.55 (2H, m), 3.65 (3H, s), 4.61 (2H, s), 5.05 (2 
H, s), 5.84 (1H, d, J=2.4Hz), 6.2 (1H, d. J=2.4Hz), 7.15-7.45 (10H, m), 
13.98 (1H, s) 



ffiiE# 2004-3037261 



#M 2003-097152 



^-v: 98/ 



[0 2 12] 

4- (2, 3, 4, 6-n7-0-7W-^D-^n^/v^ 

*;tKn»*a> (0. 5 3 g) <D**J~* (1 OmL) > V 

(2 8%^y^« 0. 72mL) tin*.. HftJnfcWE 

ET**bfc. «tt^*m9A^7>^7-f- (»tt**: n-^ 

^V/BH*^*- 5/1-3/1) tfflltt 6 -^>'W^>- 4 - 
F n*~>-3- (2-7i^if^) (9 8mg) «r»fco -tL 

(5mL) fc»*U 2, 3, 4, 6-f^7-0-7W- 

^O-f^nnT-tWUM^-a-D-^^fy;-^ (0. 42g 
) fcitfH?^***- v^;^--r;vfg#: (o. 1 lmL) SrJK^iPx.^ 
o 11-C3 O^Htlfftfc*, R^m^* v y * 9 A * 7 
_ n-^t>/l»^=2/l-3/2) "C««-r*tk»= 

tM- (2, 3, 4, 6-rh7-0-7W-iJ-D-^^°7/^ 

^^, >} - 6 -^a/W3- (2-7x^xf;v) ^/79> (0 
19g) ^fh7tKn77> (5mL) Ci«ft> 1 0 

-^A^* (2 lmg) fciniU miATSit 1 . 5*flMWUfco 

7<f - n-^^>/^m^^=2/l~3/2~l/l) t?» 

Sf^itCif) HlMk^t/ (70mg) &#fco 

[0 2 13] 
lH-NMR (CDC 1 3) Sppml 

1.93 (3H, s), 2.02 (3H, s), 2.061 (3H, s), 2.062 (3H, s), 2.8-3.05 (4H, 
m), 3.9-4.0 (1H, m), 4.2 (1H, dd, J=12.2Hz, 2.4Hz), 4.29 (1H, dd, J-12.2 
Hz, 5.5Hz), 5.02 (1H, s), 5.15-5.25 (1H, m), 5.25-5.4 (3H, m), 6.44 (1H, 



tbSE# 2004-3037261 



#02003-097152 



^-v : 99/ 



d, J=L9Hz), 6.63 (1H, d, J=1.9Hz), 7.0 (1H, s), 7.1-7.3 (5H, m) 
[0 2 14] 



4- (^D-Wt 8 7yy;vt^y) -6-tFn*V-3- (2-7*- 

4- (2, 3, 4, e-f^-O-TW^-D-Wt'Vv^ 
^ _ 6 _ tF n^y-3- (2 -■7*-***-*') ^W7?> (45mg 

0. 0 15mL) £*D;i> Stt?l»Wl»U. RlS»*»**ETa*U 

-;v=l 0/1-5/1) ^»«*4£fcfcJ:9MM&fr* (2 8mg) 

o 

[0 2 15] 

iH-NMR (CD3OD) Jppm: 

2.9-3.2 (4H, m), 3.35-3.6 (4H, m), 3.73 (1H, dd, J=12.1Hz, 5.7Hz), 3.92 
(1H, dd, J=12.1Hz, 2.2Hz), 5.11 (1H, d, J=7.3Hz), 6.5 (1H, d, J=1.7Hz), 
6.52 (1H, d, J=1.7Hz), 7.05-7.15 (2H, m), 7.15-7.3 (4H, m) 
[0 2 16] 



4 _ (^_ D -^V3t?7/y^^y) -6-^h^v-3- (2"7x-JV 

4 _ ( 2 , 3, 4, 6-fh9-0-TW-|8-D-W^>^* 
- 6 -K>W-3- (2-7x^xf;V) (25mg 
) fcil^m* 1 ^* (18mg) <^N, N-v^^^l/AT^ K (lmL) 
S^a^f^ (0. 0 0 7mL) Mn*.. tfC4BWI»U. 

»ttW**-ettiMk fc*W* 

j#U tb'Jv^^h^yK (28%^^^-^0- 0 0 8mL) fcfltlx.. 
Mt?lWMWUfco BOSfi^**flET**U «ltt^*W9A^ 



UiSE# 2004-3037261 
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^-v! 100/ 



|,ihHJ:^fB^i (8mg) £#fc 0 

[0 2 17] 
1H-NMR (CD3OD) ippm: 

2.85-3.2 (4H, m), 3.35-3.65 (4H, m), 3.71 (1H, dd, J=12. 1Hz, 5.8Hz), 3.8 
1 (3H, s), 3.91 (1H, dd, J=12.1Hz, 2.0Hz), 5.14 (1H, d, J=7.6Hz), 6.63 ( 
1H, d, J=1.6Hz), 6.68 (1H, d, J=1.6Hz), 7.05-7.35 (6H, m) 

[0218] 

1 6 

n, o-^wKnw7r/ttWi (1- 1 g) fcitnfy^v (i 

8 2mL) Ottft>fl/> (5 0mL) MtMT3-7x-;V7 s Db't 
i^n'J K (1. 5 2mL) ^*nx.> fflt5WJ»U. RJS»**** 

ISfBfl^ttl (1. 8 9 g) *n?Zo 

[0 2 19] 
iH-NMR (CDC 1 3) Sppm: 

2.7-2.8 (2H, m), 2.9-3.0 (2H, m), 3.18 (3H, s), 3.61 (3H, s), 7.15-7.35 
(5H, m) 

[0 2 2 0] 

##08 1 7 

N, N, N' , N' -f >9^f^xfV'^75 > (4. 3 1mL) Ov* 
(5 0mL) *i8[t:MTn-7*f /I'Vff A (2. 46mol/L 
n-A^«12. 2mL) *3 £0*3 h (2 g) £ 

-3-7i^7*net>75 K (2. 7 6 g) £*Ux.. £i&"t?--!!fett#Lfco 



tti!£# 2004-3037261 



mm 2003-097152 



-^-v: 101/ 



10/1-5/D •e»fttaifc^i9S8B^ (i- 2 g> 

[0 2 2 1] 

1H-NMR (CDC 1 3) appm! 

3.0-3.1 (2H, m), 3.1-3.2 (2H, m), 3.78 (3H, s), 6.71 (1H, d, J=8.5Hz), 6 
.92 (1H, d, J=8.0Hz), 7.15-7.35 (6H, m) 
[0 2 2 2] 
1 8 

2 » -^;v*^b-6' -^h^'>nKn*;V3> (1. 2 g) fcitfHJ 
(0. 9 2mL) Ottft^W (lOmL) fcfcfc^n^Mt* 
+ (0. 4 6mL) *JD*. aa-C3l*B«»Ufco JB^fc** 
N ^^;i/i-T-^t?ttmb^o »ffi**^J:lfi^«» , ^WMfc- **** 
BIT 5/^ A -Cia» U **fc**BET«*Lfc. ME***^-* (1 5mL 
) fcj&ffU tb'^A^h^vF (2 8%^^/-^H- 7mL) fcJnx- 

itiat) ^isjh-a-ti (1. 0 9 g ) «r»3to 

[0 2 2 3] 

iH-NMR (CDC 1 3) <?ppm: 

2.9-3.0 (2H, m), 3.75-3.85 (2H, m), 3.91 (3H, s), 4.0 (3H, s), 6.79 (1H, 
dd, J=7.4Hz, 1.7Hz), 7.15-7.25 (1H, m), 7.25-7.35 (4H, m). 7.35-7.45 (2 
H, m) 

[0 2 2 4] 

1 9 

(1. 0 9g) Ofh7bKD77^ (2 lmL) -*9S-1l' (6 

mtiE# 2004-3037261 



#0 2003-097152 



^-v : 102/ 



mu mm^imo i/Lymtt-ryw^mw. (2imD zmti, 3. 5 
mmmmrnvtzo kbu^^^-^^ 2 mo i/hm (1 imD 

»(lg) «r#^o 
[0 2 2 5] 
1H-NMR (DMSO-d6) 5ppm: 

2.8-2.9 (2H, m), 3.65-3.75 (2H, m), 3.99 (3H, s), 6.98 (1H, d. J=7.9Hz), 
7.15-7.35 (5H, m), 7.45 (1H, t. J=7.SKz), 7.53 (1H, d, J=7.9Hz) 

[0 2 2 6] 
###J 2 0 

4 _^ h ^v_3- (2-7x^Vxf;l/) ^>V'ft7x> 

2-*>M?*->-4-***5'-3- (2 -7*-^^) "OV**?* 
> (lg) ^iWif^^^^T^ (15mL) 1^2 0 0^2 

mtAt&m (o. 7 7 g ) 

[0 2 2 7] 

iH-NMR (CDC 1 3) Sppm! 

2.95-3.05 (2H, m), 3.25-3.35 (2H, m), 3.97 (3H, s), 6.77 (1H, d, J=7.8Hz 
), 6.88 (1H, s), 7.15-7.35 (6H, m), 7.43 (1H, d, J=7.9Hz) 

[0 2 2 8] 

2 1 

4_^j.^>_3_ ( 2 -7i-;VifjV) ^>^t7x> (0. 7 7 g) 
(2 5mL) -7 8^H*ft*« (0. 5 4mL) 



miE# 2004-3037261 



mU2 0 03-097152 



v : 103/ 



(0. 6 6 g) 
[0 2 2 9] 
1H-NMR (CDC 1 3) Sppm: 

3.0-3.1 (2H, m), 3.3-3.4 (2H, m), 5.16 (1H, s), 6.65 (1H, d, J=7.7Hz), 6 
.89 (1H, s), 7.1-7.35 (6H, m), 7.42 (1H, d. J=8.4Hz) 
[0 2 3 0] 

4- (2, 3, 4, 6-tF7-0-7W-^D-^^'^^ 

* y ) _ 3 _ (2-7xiJVif)V) ^>Vft7i> 

4_fcKU*->-3- (2-7x^xf^) ^/W7xV (8 0mg) 
2> 3> 4> 6 -7-^7-0-7W-l-0->^Dn7^>^UM 

^-.-D-W^y-^ (0. 17g) (3mL)» 
, H^ft*** ' (0. 0 4 4mL) SriDX-fco 

«: n -^^>/@1*^^=2/l~3/2) ■effl»1-SClfc^«t»)*SB 

(7 5mg) =Sr#^o 
[0 2 3 1] 
lH-NMR (CDC 1 3) £ppm: 

1.97 (3H, s), 2.01 (3H, s), 2.03 (3H, s), 2.06 (3H, s), 2.95-3.1 (2H, m) 
, 3.1-3.25 (1H, m), 3.3-3.4 (1H, m), 3.85-3.95 (1H, m), 4.16 (1H, dd, J= 
12.3Hz, 2.3Hz), 4.28 (1H, dd, J=12.3Hz, 5.4Hz), 5.15-5.25 (1H, m), 5.3-5 
.4 (2H, m), 5.4-5.45 (1H, m), 6.76 (1H, s), 6.91 (1H, d, J=7.9Hz), 7.1-7 
.3 (6H, m), 7.54 (1H, d, J=8.1Hz) 
[0 2 3 2] 

mnm i o 

4- (^-D-^nt^yv^^v) "3- (2-7x^xf;v) 



ffifE# 2004-3037261 
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^-v : 104/ 



4- (2, 3, 4, e-ff^-O-TW-^-D-^^'^v^ 
^*,) _ 3 _ ( 2 -7x^xf;V) ^V/f*7x> (7 5mg) Op< * / - 
JU (3mL) JM*£. f-H;*^h*v-K (2 8%^^**«0. 0 2 
5mL) ^*nx> S»-C3 Ofl«e*Lfc. Rfc»#1l^*ETWMfc SWt* 

lo/i) -?m%kirz>z- x oauBfls-fr* (42mg) zmtzo 

[0 2 3 3] 

1H-NMR (CD3OD) jppm: 

2.9-3.05 (1H, m), 3.05-3.15 (1H, m), 3.2-3.35 (1H, m), 3.35-3.45 (1H, m) 
, 3.45-3.65 (4H, m), 3.71 (1H, dd, J=12.0Hz, 5. 8Hz). 3.91 (1H, dd, J-12. 
OHz, 2.2Hz), 5.22 (1H, d, J=7.8Hz), 6.9 (1H, s), 7.05-7.3 (7H, m), 7.47 
(1H, d, J=7.8Hz) 
[0 2 3 4] 
2 2 

4 -^>v*;v**~>-3- C (E) -2-7x^e-;V] ^/KHV 

7jc^fb^h 1 ;*^ (6 0% 4 8mg) ©^W^**'>K (3mL) M 
mm-^y^^y i;-7jL^/U***-*A*niJ K (O. 47g) StUD*-, 65 

^>K-;v (0. 2 5g) SrJniU 8 5 'Ct? 3 B*W«8iLfco Rf£i&^*£» 
**illiU 3 Httfflbfc- »ffiW*r* (2 0) > 

fc£J:!)»IB*fc'fr» (0. 3 2 g) £#£0 

[0 2 3 5] 
1H-NMR (CDC 1 3) <5ppm: 

5.23 (2H, s), 6.65-6.75 (1H, m), 6.88 (1H, d, J=16.6Hz), 6.95-7.65 (13H, 
m), 7.88 (1H, d, J=16.6Hz), 8.29 (1H, brs) 
[0 2 3 6] 



tBiE# 2004-3037261 



#§C 2003-097152 



^-v?: 105/ 



##$1 2 3 

4-tKn^>-3- (2 -*7^^;v^^;v) >f>K-^ 

4 3- C (E) -2-7xSJHf-*) (0. 

1 g ) ©x^/-^ (5mL) 0%^7^^« (2 5mg) ft 

n -^^>/»Bii^=3/i) -rmm*zztKxt>mm&*i (70m 

g) «r»feo 

[0 2 3 7] 
1H-NMR (CDC 1 3) 5ppm: 

2.95-3.1 (2H, m), 3.15-3.25 (2H, m), 5.24 (1H, brs), 6.35-6.45 (1H, m), 

6.75-6.85 (1H, m), 6.9-7.05 (2H, m), 7.1-7.35 (5H, m), 8.02 (1H, brs) 
[0 2 3 8] 

mmm 1 1 

4 _ (p-T>-7*u\>?J viVt^v) -3- (2-7x-JVxf;V) >f > K 
-;v 

4-tKn^>-3- (2-7xx;vxf;v) -OK-fl' (70mg) &£Tf 
2, 3, 4, 6-fh7-0-TW-l-0->'^nn7-bh^fM;V 
-a-D-^nl*?^-* (0. 2 2g) (3mL) **fc= 

7-7^7i-v x ^ I -^^(°- 0 8 1mL) fcflnx.. IS^l^ 

/»|{xf^=l/l) T?»*LT4- (2, 3, 4, 

;v _^ D _^3ii 1 7/yW>') -3- (2-7^-^^) ^F- 

;V*#fco uti*Tf7tFn77> (lmL) (0. 5mL) K 

»»U ^HJ KvF (2 8%^^/-^'«0. 0 2 4mL) fcflnx 

im^^i/^/^^^-^^s/i) -&to&t*ZtKX o«»ft*» (22 

mg) =Sr#3to 

[0 2 3 9] 



miE# 2004-3037261 
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^-v: 106/ 



iH-NMR (CD3OD) 5ppm: 

2.9-3.2 (3H, m), 3.25-3.8 (6H, m), 3.85-3.95 (1H, m), 5.15-5.25 (1H, m), 
6.65-6.8 (2H, m), 6.9-7.3 (7H, m) 
[0 2 4 01 
2 4 

2' - (2, 3, 4, e-tl-^-O-TW-iS-D-^^^^* 
2' , 6' -vtFn#mh7x/> (Ig) >^*V l ^A (4. 5 4 

g ) fc£i^>v;v>ii ( n -^;v) r/WA^n-jF (o. 4 1 g) 

^nn^M (13mL) ***** (0. 5mL) SZTfT^?**?^ 
-X (2. 7g) a»t?2 4Wf«»»Ufc« »6»*fc**+fcfi^ 

2mo i/LM*in«fcttfcu i^f-^wffit^o a^mivft 

(1 . 3 8 g) =Sr#^ 0 
[0 2 4 1] 
IH-NMR (CDC 1 3) 5ppm: 

2.0-2.1 (12H, m), 2.63 (3H, s), 3.85-3.95 (1H, m), 4.15 (1H, dd, J=12.3H 
z, 2.4Hz), 4.29 (1H, dd, J=12.3Hz, 5.2Hz), 5.15-5.25 (1H, m), 5.25-5.4 ( 
3H, m), 6.48 (1H, d, J=8.3Hz), 6.7 (1H, d, J=8.3Hz), 7.34 (1H, t, J=8.3H 

z), 12.96 (1H, s) 
[0 2 4 2] 
2 5 

2' - (2, 3, 4, 6-f>7-0-7W-^-D-^^yy^ 

2' - (2, 3, 4, 6-rl>7-0-7W-^D-^^/^ 
.j.^*,) _ 6 » -KFnWt>7x;> (0. 6g) ON, N-V**-** 
MTU' (5mL) V* A (0. 2 6g) S J: tf^n **** * 

;v (0. 13mL) *iniU SfCHBBflWtfc. R£»*fl«*+fcfi^ 



Hi«E# 2004-3037261 
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s<-i? *. 107/ 



. 6 2 g) &#£o 
[0 2 4 3] 
lH-NMR (CDC 1 3) appm! 

2.02 (3H, s), 2.04 (3H, s), 2.09 (3H, s), 2.12 (3H, s), 2.49 (3H, s), 3. 
77 (3H, s), 3.8-3.9 (1H, m), 4.2 (1H, dd, J=12.4Hz, 2.4Hz), 4.28 (1H, dd 
, J=12.4Hz, 5.4Hz), 4.64 (2H, s), 5.0 (1H, d, J=7.6Hz), 5.1-5.2 (1H, m), 
5.2-5.3 (2H, m), 6.54 (1H, d, J=8.3Hz), 6.79 (1H, d, J=8.3Hz), 7.22 (1H 

, t, J=8.3Hz) 

[0 2 4 4] 

mmm 1 2 

4- -3- C2- (3-tKn^v7x- 

2' - (2, 3, 4, 6-fh9-0-7W-/J-D-W^/^V 
^v) _ 6 ' _ h^v7j;Vtf?~;V^ h^rv) 7-bb7x;> (0. 2 g) 
j5j:{;3-^^»^^^7^nF (8 4mg) Wi^^ (4mL 
) V#m^7X (lmL) iSitfTKm^fb^U^A (0. 2 4g) £*nx-> m.^-®, 
m#UfCo 0%/<92>*A#*»* (0. 1 g) fciJD*.. 

i^Tlfit'l 0«FWa^Ufco ^vffi£?t*U iI«MJETMiL*:o »S 

HI mo 1/Ltt* (6mL) fcftliU »Bfc^^"C«ffi b^. 

2mL) C*iUft»t>V^ (0. 3 9 g) S (0. 3 9 
mL) *Jn;U 1 1 St-H^U. Kt*^ 

7A^7f^77^ (^mv#«: n -^^-9->/^^^=2/l~3/ 
2) -CKWi-idkKiJiOS- C2- (3-7^^>7x^) i^AO -4 
- (2, 3, 4, 6-ff7-0-7W^-D-^^ y ^^ ,:/ 
) ^/7 7> (4 8mg) *»fc„ tit***/-* (3mL) fc**U * 

mSE# 2004-3037261 
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i-V. 108/ 



HJ^A^h^vF (2 8%^^/-^il0. 0 15mL) *in£> ^1 
BfiM^l^o fcl&M&m^m (0. 0 0 9mL) £;&n;L> ^ET^t7to 

^ods Hffifflwfe m&mm : **** mmmm *m&t 

ZZt^Z*) m^t^m (27mg) zntzo 

[0 2 4 5] 
1H-NMR (CD3OD) appm! 

2.85-3.1 (3H, m), 3.1-3.25 (1H, m), 3.4-3.55 (3H, m), 3.55-3.65 (1H, m), 
3.72 (1H, dd, J=12.0Hz, 5.8Kz), 3.91 (IK, dd, J=12.0Hz, 2.2Hz), 5.18 (1 
H, d, J=7.6Hz), 6.55-6.65 (1H, m), 6.65-6.75 (2H, m), 6.96 (1H, d, J=8. 1 
Hz), 7.0-7.1 (2H, m), 7.18 (1H, t, J=8.1Hz), 7.28 (1H, s) 
10 2 4 6] 

mmm 1 3 

4- (^-D-^V3H 5 7/y^^y) -3- C2- (2-UW7x^ 

[0 2 4 7] 

iH-NMR (CD3OD) Jppm: 

2.95-3.2 (4H, m), 3.4-3.55 (3H, m), 3.6-3.7 (1H, m), 3.72 (1H, dd, J-12. 
2Hz, 5.4Hz), 3.91 (1H, dd, J=12.2Hz, 1.9Hz), 5.17 (1H, d, J=8.1Hz), 6.65 
-6.8 (2H, m), 6.9-7.05 (2H, m), 7.05-7.1 (2H, m), 7.18 (1H, t, J=8.1Hz), 
7.3 (1H, s) 

[0 2 4 8] 

mm 1 4 

4- (/l-D-^3lf5;^^v) -3- C2- (4-tKnWx- 
3 _^>>?;i/^-^~>^>XT;V7 : -'ti Ktf>ft*>$ K4 -^>y>*^V^>X7 
[0 2 4 9] 
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^-v: 109/ 



iH-NMR (CD3OD) Sppm! 

2.8-3.1 (3H, m), 3.1-3.2 (1H, m), 3.35-3.55 (3H, m), 3.55-3.65 (1H, m), 
3.71 (1H, dd, J=12.0Hz, 5.7Hz), 3.9 (1H, dd, J=12.0Hz, 2.1Hz), 5.18 (1H, 
d, J=7.4Hz), 6.65-6.7 (2H, m), 6.95 (1H, d, J=8.3Hz), 7.0-7.1 (3H, m), 
7.18 (1H, t, J=8.3Hz), 7.25 (1H, s) 
[0 2 5 0] 
2 6 

2 ' , 6' -^KnW*F7x;> (6g) iSXVSm*')** < 5 - 
7 2g) OTthV (2 0mL) j*fr*fc7n (3. 7 3mL) «r 

DDL ii-CIHWIfftft. RjM^Wfc****- tfffiLfcSrft*i»RU 
tET^t^iHaOWb^ (7. 8 9g) 

[0 2 5 1] 

lH-NMR (CDC 1 3) 5ppm! 

2.8 (3H, s), 3.83 (3H, s), 4.72 (2H, s), 6.24 (1H, dd, J=8.4Hz, 1.0Hz), 
6.63 (1H, dd, J=8.4Hz, 1.0Hz), 7.32 (1H, t, J=8.4Hz), 13.22 (1H, s) 
[0 2 5 2] 
2 7 

2' - **50 -6' -tKn*V-4- 

4 _ t:F n>y^X7WK (U) > ^>^3-yn^n^x- 
(1. 5 2mL) , (3. 2 g) ^«f^Mbth'J 

^ wNi n-^WWTU' (lOmL) ft^^a^-***^ 

16mL) 6' - 

) 7-kf7 i /> (1. 7 1 g) > 7K (4mL) * (5. 1 

3g) **nit. »C-*«»Lfc. WM^to^l 0%A7^^A»* ( 
0. 2 g) **n;i, **#B«T*»-C-*tW^ fc « U 
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t«a»*in^*ttfcu s^mx.^;v-e2ifiiwmtfco »m«*<s»*«*^* 

;v (12mL) -MP^^ (6mL) Kv#fi?U 10%^r>'^»* ( 
0. 5g) fciniU *«I«KT1*C-W»tfc. *W»*ttfcU 
^*iMET£***£fcfc*$*tt*fr£* (2. 8g) £#fco 

[0 2 5 3] 
iH-NMR (DMSO-Q6) o y p m : 

1.75-1.9 (2H, m), 2.84 (2ft t, J=7.6Hz), 3.22 (2H, t, J=7.6Hz), 3.54 (2H 
, t, J=6.2Hz), 3.98 (2H, t, J=6.3Hz), 4.5 (1H, brs), 4.72 (2H, s), 6.45 
(1H, d, J=8.3Hz), 6.51 (lft d, J=8.3Hz), 6.75-6.85 (2H, m), 7.1-7.15 (2H 
, m), 7.23 (lft t. J=8.3Hz), 11.1 (1ft s), 12.85-13.3 (lft br) 
[0 2 5 4] 
2 8 

2 . _ (**#***>*'» -6' -tK^>-3- (2-^Wi> 

lg) *5JtF3- (2-tFD^>x^y) ^>X7iVft K (0. 7 4 g) 
(7)i^y-;v (12mL) (3mL) * J: tf*BMfc* A (3 g) 

*jn;U sa^UffU. Rfia#«^i o%^9^aiw«* (o. 2 

g) tin*., *5WWB«T*»"C8WBaWU*:o ****** U 

6 g) ^H/Co 

[0 2 5 5] 

iH-NMR (DMSO-d6) ^Ppml 

2.88 (2H, t, J=7.8Hz), 3.25 (2ft t, J=7.8Hz), 3.69 (2H, t, J=4.9Hz), 3.9 
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5 (2H, t, J=4.9Hz), 4.73 (2H, s), 4.81 (1H, brs), 6.46 (1H, d, J=8.3Hz), 
6.52 (1H, d, J=8.3Hz), 6.7-6.85 (3H, m), 7.15 (1H, t, J=8.2Hz), 7.23 (1 
H, t, J=8.3Hz), 11.06 (1H, s), 13.06 (1H, brs) 
[0 2 5 6] 
2 9 

2 . _ -6' 

[0 2 5 7] 

lH-NMR (DMSO-d6> Sppml 

2.8-2.9 (2H, m), 3.15-3.25 (2H, m), 3.65-3.75 (2H, m), 3.9-3.95 (2H, m), 
4.72 (2H, s), 4.8 (1H, brs), 6.4-6.55 (2H, m), 6.75-6.85 (2H, m), 7.1-7 
.15 (2H, m), 7.2-7.3 (1H, m), 11.1 (1H, s), 13.05 (1H, brs) 
[0 2 5 8] 
3 0 

4- tF u^>-3- 12- [4- V *-/lO ^ 

2 . _ (#,v**^h^» -6' 
n**v) yHKn^Vn> (2. 8g) OffcM (3 9. 4mL) »«fc»BH- 
HJ^A (1 7. 8 g) ££V?m7mm (l 7. 9mL) &Jnx., 1 1 5TC-C- 
MBPLfc. yxf^x-f^tttfc. »m** 

tK (-0) > ^n^X#^> 1 ^A7K»> **J:tWWD«*T«**^ 

lOmL) K**U 2mol/L«bt> 1 ^^^( 26mL ) 
N M-C3l*IMWUfe. 2m o l/L««rln£«tti:U 
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vm&it&b (o. 4 5 g) zntzo 

[0 2 5 9] 

1H-NMR (DMSO-d6) £ppml 

1.8-1.9 (2H, m), 2.85-3.0 (4H, m), 3.5-3.6 (2H, m), 3.99 (2H, t, J-6.6Hz 
), 4.5 (1H, t, J=5.0Hz), 6.6 (1H, d, J=7.9Hz), 6.8-6.85 (2H, m), 6.93 (1 
H, d, J=7.9Hz), 7.05 (1H, t, J=7.9Hz), 7.1-7.15 (2H, m), 7.48 (1H, s), 9 

.89 (1H, s) 

[0 2 6 0] 

3 1 

4 _TiKn*5/-3- 12- C3- (2-UKn^x>^) 7^-*0 
2' - -6' -KKP**-4- 

[0 2 6 1] 

iH-NMR (CDC 1 3) Sppm! 

2.95-3.05 (2H, m), 3.05-3.15 (2H, m), 3.9-4.0 (2H, m), 4.0-4.1 (2H, m), 
5.15 (1H. s), 6.54 (1H, dd, J=7.8Hz, 1.2Hz), 6.7-6.9 (3H, m), 7.0-7.15 ( 
2H, m), 7.21 (1H, t, J=7.8Hz), 7.23 (1H, s) 
[0 2 6 2] 
3 2 

12- C4- ^ 

2 . _ -6' 
n#**» ^KO*^yo^^:2' - (^v^v^^v) -6' - 

#U3 0 fcfB|«|0^ri*-elRSB<b^*#^o 
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^-v: 113/ 



[0 2 6 3] 

1H-NMR (DMSO-d 6 ) Sppm: 

2.85-3.0 (4H, m), 3.65-3.75 (2H, m), 3.94 (2H, t, J=5.0Hz), 4.81 (1H, t, 
J=5.6Hz), 6.6 (1H, d, J=8.1Hz), 6.8-6.9 (2H, m), 6.93 (1H, d, J=8.1Hz), 
7.05 (1H, t, J=8.1Hz), 7.1-7.5 (2H, m), 7.48 (1H, s), 9.89 (1H, s) 
[0 2 6 4] 

^ife^il i 5 

4- (2, 3, 4, e-Tb^-O-T-t^V-iS-D-^Vn^^/^^^ 
, >} _ 3 _ \ 2 - C4- (3-tKD^ D ^'» 7x-JV] ^> 

4 _ tFn ^v-3- 12- C4- (3-KKn^D#*i/) 7*= AO 
^y^/yyy (0. 4 5 g) feitM^/-* (0. 1 l g) <^>N, 
N -^?-;V*^T* K (10mL) »tert-W7x^y'J 
} V?uV K (0. 4mL) **n*., ifit-«L/;o 

§\ v^^;vji-f-;v-e^mu^o (20) **tf*ffl*fltit-e»* 

f-VV (8mL) H**U 2, 3, 4, 6-f ^-0-7W-l"0- 
f»j^nD7-bl-^UM;v-«-D-^^;^ (0. 4 2g) *5J:tf 
^•y^ 1 )!-^^-^^^- llmL) fcin*-. 1^3 0^ 
BUffU. BOS««fc*V';*r^*9A^n^f^97-f- (ttffi** : n 
_^^^/ft»xf-^=3/l-3/2) •eilt^^^H- (2, 3 
4, 6 -th5-0-7W-^-D-^^1^7/^t^» -3- ( 
2- 14- C3- (tert-7f^7x^y'J;Wy) ^n^vO 7 
**JU) ^/7 7> (0. 6g) *#fco ^Tb5tKD75> 
(8mL) fc**U fh7 (n-^V) 7^^A7^t'J K ( 1 m o 1 
/Lff7tFn77«l. 9mL) *JniU HMMffbfco Efc 
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& itiai) mtft&ya (o. 2 e g) £#fc 0 

[0 2 6 5] 

lH-NMR (CDC 1 3) 5ppm: 

1.81 (1H, t, J=5.5Hz), L97 (3H, s), 2.0-2.1 (11H, m), 2.85-3.05 (4H. m) 
. 3.8-3.95 (3H, m), 4.11 (2H, t, J=5.9Hz), 4.17 (1H, dd, J=12.3Hz, 2.3Hz 
), 4.29 (1H, dd, J=12.3Hz, 5.5Hz), 5.15-5.25 (1H, m), 5.3-5.4 (3H, m), 6 
.75-6.85 (3H, m), 7.0-7.15 (3H, m), 7.15-7.2 (2H, m) 
[0 2 6 6 J 

&mm 1 6 

4- (2, 3, 4, e-ff^-O-TW^-D-^n^/y^^ 

c/) _ 3 _ {2- C3- (2-nKn^>iKv) 

4-tfn^y-3- 1 2 - [4- (3-t Kn^n^y) 7*->lO 
^>y*7 7 >^ ^: 4 - 1 Kn ^y - 3 - |2- C3- 
n^v^h^v) 71-^] ^yv'77y»^ ^JfeflSI 1 5 ffilt 

[0 2 6 7] 

lH-NMR (CDC 1 3) 5ppm: 

1.95-2.1 (12H, m), 2.35-2.5 (1H, m), 2.85-3.15 (4H, m), 3.85-4.0 (3H, m) 

, 4.0-4.25 (3H, m), 4.25-4.35 (1H, m), 5.2-5.3 (1H, m), 5.3-5.45 (3H, m) 
, 6.7-6.85 (4H, m), 7.15-7.3 (4H, m) 
[0 2 6 8] 

%mm 1 7 

4- (2, 3, 4, 6-f>7-0-7W-^-D-Wk?7yy^ 
* y) _ 3 _ 12- C4- (2-tKD^yxh^y) 7*-*0 

4-tWy-3- 12- [4- (3-U'n^y7n^y) 7*= AO 
^>V'77>^»)^4-t Kn^rv-3- 12- C4- (2-HK 

n ^ >x i,^>) ^>V77>^t, ^sfrpa 1 5 1 mm 
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[0 2 6 9] 

iH-NMR (CDC 1 3) Sppm*. 

1.97 (3H, s), 2.025 (3H, s), 2.032 (3H, s), 2.06 (3H, s), 2.85-3.1 (4H, 
m), 3.85-4.0 (3H, m), 4.05-4.1 (2H, m), 4.17 (1H, dd, J=12.3Hz, 2.3Hz), 
4.29 (1H, dd, J=12.3Hz, 5.5Hz), 5.15-5.25 (1H, m), 5.3-5.4 (3H, m), 6.75 
-6.8 (1H, m), 6.8-6.9 (2H, m), 7.0-7.15 (3H, m), 7.15-7.25 (2H, m) 
[0 2 7 0] 

mmm 1 8 

4- -3- 12- C4- (3-tFD*'/ 

4- (2, 3, 4, 6 -fh7-0-7WV-i5-D-^lf7/^* 
_ 3 _ |2- [4- (3-n*n^>7-nm) ^ 
^/79> (2 Omg) 9>*9J-*> (2mL) ^ < 

2 0 0 6mL) &*nx-> 1 Lfco 

^*«EET*»«L 3M*0DSH*»t«fc (ft***:**** : 

[0 2 7 1] 

lH-NMR (CD3OD) 5ppm: 

1.9-2.0 (2H, m), 2.85-3.1 (3H, m), 3.1-3.25 (1H, m), 3.35-3.55 (3H, m), 
3.55-3.65 UH, m), 3.65-3.75 (3H, m), 3.9 (1H, dd, J=11.9Hz, 2.3Hz), 4.0 
4 (2H, t, J=6.2Hz), 5.18 (1H, d, J=8.1Hz), 6.75-6.85 (2H, m), 6.95 (1H, 
d, J=8.0Hz), 7.05-7.15 (3H, m), 7.18 (1H, t, J=8.0Hz), 7.25 (1H, s) 

[0 2 7 2] 
mMffl 1 9 

4 _ (^-D-^^/^t^y) -3- 12- C4- 

4- (2, 3, 4, 6-Th7-o-T^;v-iff-D-^vntr^y^;v^ 

-3- 12- [4- (3-KKB*^nW) ^ 
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yyyyyottiot)^*- (2, 3, 4, 6-7>7-0-7W-^-D- 

^3^?y^**V) -3- 12- U- 7x 

[0 2 7 3] 

lH-NMR (CD3OD) Sppm! 

2.85-3.1 (3H, m), 3.1-3.25 (1H, m), 3.35-3.45 (1H, m), 3.45-3.55 (2H, m) 
, 3.55-3.65 (IH, m), 3.71 (IK, dd, J=12.1Hz, 5. 7Hz), 3.85 (2H, t, J-4.6H 
z), 3.9 (1H, dd, J=12.1Hz, 2.2Hz), 3.95-4.05 (2H, m), 5.18 (1H, d, J=7.4 
Hz), 6.8-6.9 (2H, m), 6.95 (1H, d, J=8.1Hz), 7.08 (1H, d, J=8.1Hz), 7.1- 
7.15 (2H, m), 7.18 (1H, t, J=8.1Hz), 7.25 (1H, s) 
[0 2 7 4] 

mm 2 0 

4- (^-D-^nlf7/>';V^y) -3- 12- C3- 

4 _ (2, 3, 4, 6-fb5-0-7tfA'-^-D-W^>'^* 
^ _ 3 _ 12- [4- (3-tFn^>7'n^y) 7x-;V] x.+M * 
>>/77>^Di:4- (2, 3, 4, 6 -n7-0-7W-^-D- 
*>3tf9^>****) -3- 12- C3- 7 * 

MS (ESI, m/z) :4 7 8 [M+NH4] + 
[0 2 7 5] 



1 

4 _ ( ^_ D _^ 3 f77^^y) -3- (2- 14- [3- (2-tK 

4- (2, 3, 4, 6-fh7-0-7W-^-D-^^7^>^ 
_ 3 _ |2- C4- (3-t Kn^yT-D^y) 7^-^] x-^M ^ 
^/ 7 ?y (0. 2 3g) totVYVx-rfT^s (0. lmL) 
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> (6mD mm~7mT**>x^*-^?w r «>• 0 4 2mL) 

T«U»«ET^t^tt:±H- (2, 3, 4, 6-r>9-0 
_ 7W _^_ D -^V3lf7/->;vt^v) -3- (2- 14- C3- {* 

7U#*^ X-**) ^V*7 7> (0. 2 

5g) 4 ~ (2, 3, 4, 6-fh7-0-7W-^-D 

-^wy^*^) -3- (2- {4- [3- 

v) yn^-» 7x-;H J.*-*) (3 0mg) ZT*Y~YV 

)V (0. 5mL) (0. 5mL) £**U 2-7^x^-il^ 

(0. 0 2 5mL) &tTmm*<oa*it1-yV*J**to*-> 6 0TCT?HB«* 
#Lfc. R£^^ET«t> afc***^-* (3mL) fc**U * 

>VWf*VK (2 8%^^-«0. 0 4mL) *»t? 1 B# 

m^7K> x-mmt&ztKziommft&w (ismg) 

[0 2 7 6] 

1H-NMR (CD3OD) 5ppm: 

1.9-2.0 (2H, m), 2.73 (2H, t, J=5.6Hz), 2.8 (2H, t, J=7.2Hz), 2.85-3.1 ( 
3H, m), 3.1-3.25 (1H, m), 3.35-3.65 (4H, m), 3.66 (2H, t, J=5.6Hz), 3.71 

(1H, dd, J=12.0Hz, 5.8Hz), 3.9 (1H, dd, J=12.0Hz, 2.2Hz), 4.02 (2H, t, 
J=6.2Hz), 5.18 (1H, d, J=7.4Hz), 6.75-6.85 (2H, m), 6.95 (1H, d, J=8.0Hz 
). 7.05-7.15 (3H, m), 7.18 (1H, t, J=8.0Hz), 7.25 (1H, s) 
[0 2 7 7] 

mmm 2 2 

4- {(3-V->f)Vu\£y;Z/lV**Zs) -3- C2- (4- {3- [4- (2 
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[0 2 7 8] 

1H-NMR (CD3OD) Sppm: 

1.9-2.0 (2H, m), 2.3-2.8 (12H, m), 2.85-3.1 (3H, m), 3.1-3.25 (1H, m), 3 
.35-3.55 (3H, m), 3.55-3.65 (1H, m) , 3.68 (2H, t, J=6.0Hz), 3.71 (1H, dd 
, J=12.3Hz, 5.8Hz), 3.9 (1H, dd, J=12.3Hz, 2.2Hz), 3.99 (2H, t, J=6.2Hz) 
, 5.18 (1H, d, J=8.0Hz), 6.75-6.85 (2H, m), 6.95 (1H, d, J=8.1Hz), 7.05- 
7.15 (3H, m), 7.18 (1H, t, J=8.1Kz), 7.25 (IK, s) 
[0 2 7 9] 

mmm 2 3 

4 _ (^-D-^^ntT^y i/)V**i/) -3- [2- (4- {3- 

2-r^x^^^l)i:2-7^-2-^f^-l-^7HV 

[0 2 8 0] 

1H-NMR (CD3OD) 5ppm: 

1.05 (6H, s), 1.85-2.0 (2H, m), 2.71 (2H, t, J=7.1Hz), 2.85-3.1 (3H, m), 
3.1-3.25 (1H, m), 3.35-3.45 (3H, m), 3.45-3.55 (2H, m), 3.55-3.65 (1H, 
m), 3.71 (1H, dd, J=12.1Hz, 5.6Hz), 3.9 (1H, dd, J=12. 1Hz, 2.2Hz), 4.02 
(2H, t, J=6.1Hz), 5.18 (1H, d, J=7.7Hz), 6.75-6.85 (2H, m), 6.95 (1H, d, 
J=8.1Hz), 7.08 (1H, d, J=8.1Hz), 7.1-7.15 (2H, m), 7.18 (1H, t, J=8. 1Hz 

), 7.25 (1H, s) 

[0 2 8 1] 

mm 2 4 

4 _ (j8 _ D _^vntf7yy^^y) -3- [2- (4- {3- [2-^K 
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[0 2 8 2] 

1H-NMR (CD3OD) Sppm: 

1.85-2.0 (2H, m), 2.81 (2H, t, J=7.2Hz), 2.85-3.1 (3H, m), 3.1-3.25 (1H, 
m), 3.35-3.65 (10H, m), 3.71 (1H, dd, J=12.3Hz, 5.7Hz), 3.9 (1H, dd, J= 
12.3Hz, 2.2Hz), 4.04 (2H, t, J=6.2Hz), 5.18 (1H, d, J=7.9Hz), 6.8-6.85 ( 
2H, m), 6.95 (1H, d, J=8.0Hz), 7.08 (1H, d, J=8.0Hz), 7.1-7.15 (2H, m), 
7.18 (1H, t, J=8.0Hz), 7.25 (1H, s) 
[0 2 8 3] 

mrnm 2 5 

4- (/j-D-^nvf^^^v) -3- (2- 14- C2- (2-tK 

4- (2, 3, 4, 6-fh7-0-7W-^D-^^'7/^ 
_ 3 _ \ 2 - C4- 7*-*] ^ 

>V>7?><Dtt*>*>fc4- (2, 3, 4, 6-fh7-0-7W-^D- 
^V^'^v^^y) -3- 12- [4- 7^ 

[0 2 8 4] 

iH-NMR (CD3OD) Jppm: 

2.78 (2H, t, J=5.4Hz), 2.85-3.1 (5H, m), 3.1-3.25 (1H, m), 3.35-3.45 (1H 
, m), 3.45-3.55 (2H, m), 3.55-3.65 (1H, m), 3.65-3.75 (3H, m), 3.9 (1H, 
dd, J=11.8Hz, 2.3Hz), 4.06 (2H, t, J=5.4Hz), 5.18 (1H, d, J=7.9Hz), 6.8- 
6.9 (2H, m), 6.95 (1H, d, J=8.1Hz), 7.08 (1H, d, J=8.1Hz), 7.1-7.15 (2H, 
m ), 7.18 (1H, t, J=8.1Hz), 7.24 (1H, s) 
[0 2 8 5] 

m$m 2 6 

4- + -3- (2- U- C2- (3-*K 
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^-v : 120/ 



4- (2, 3, 4, e-ir^-O-T^f-^-iS-D-^Vne^^* 
_3_ j 2 - C4- (3-liKo^y7 p n^y) -7^~;i/) x.^;H ^ 
>y 7 7^Hi:4- (2, 3, 4, 6-fF7-0-7W-i3-D- 
^^WH^v) -3- 12- [4- 7^ 

y _ 1 _ 7 °n^NV-;v*fflv^T^»j2 1 tmm^m^mmt^m^ntzo 

[0 2 8 6] 

IH-NMR (CD3OD) d ppm: 

1.7-1.8 (2H, m), 2.77 (2H, t, J=7.1Hz), 2.85-3.1 (5H, m), 3.1-3.25 (1H, 
m), 3.35-3.55 (3H, m), 3.55-3.7 (3H, m), 3.71 (1H, dd, J-12. 1Hz, 5.8Hz), 
3.9 (1H, dd, J=12.1Hz, 2.2Hz), 4.06 (2H, t, J=5.5Hz), 5.18 (1H, d, J=8. 
0Hz), 6.8-6.9 (2H, m), 6.95 (1H, d, J=8.2Hz), 7.08 (1H, d, J=8.2Hz), 7.1 
-7.15 (2H, m), 7.18 (1H, t, J=8.2Hz), 7.24 (1H, s) 
[0 2 8 7] 

mm 2 7 

4- (^-D-^V3H'7/y^^v) -3- C2- (4- 12- C2-HK 

4- (2, 3, 4, 6-fh7-0-7W-p-D-^t'7/yM 
^ _ 3 _ j 2 - [4- (3-tFnJry7°n^y) 7x-)H ^ 
>^/77>^M:4 - (2, 3, 4, 6-f>7-0-7W-^-D- 
^V3t'7/y;^^y) -3- 12- C4- (2-tKn+yxf^>) "7^ 
^^/yyyZm^, 2-T^^^^^-^^^ J 9^2-T^ 
y _ lt 3_ 7 'n^>v?^-;V^ffl^T^»J2 1 h I^O^&^fa^tJ * 

[0 2 8 8] 

iH-NMR (CD 3 OD) 5ppm: 

2.7-2.8 (1H, m), 2.85-3.1 (5H, m), 3.1-3.25 (1H, m), 3.35-3.7 (8H, m), 3 
.71 (1H, dd, J=11.9Hz, 5.7Hz), 3.9 (1H, dd, J=11.9Hz, 2.1Hz), 4.07 (2H, 
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y^-i? I 121/ 



t, J=5.3Hz), 5.18 (1H, d, J=8.1Hz), 6.8-6.9 (2H, m), 6.95 (1H, d, J=8. 1H 
z), 7.08 (1H, d, J=8.1Hz), 7.1-7.15 (2H, m), 7.18 (1H, t, J=8.1Hz), 7.24 

(1H, s) 

[0 2 8 9] 

m mm 2 8 

4- (^-D-^nf^v'Wi') -3- C2- (4- 12- [2-^F 

n*v-l- (tFn^y^f^) -1- C**-*) .x^T^) 

7x-;v) ^ > v* " 5 >' 

4- (2, 3, 4, 6-7=->^-0-T-fe^;V-^-D-^;V^^7/v;V^ 

_ 3 _ {2- C4- 7x-;H 

yy*7?y<Dttt>y)K4- (2, 3, 4, 6 -f h 7-0-7*f-*- fi -D- 

0nb'7/vW^» -3- 12- C4- 7* 

7 _2-^f-;v-l, 3-7°n/N°>v^--;V^fflv^T^»fl2 1 tmU^^ 

[0 2 9 0] 

1H-NMR (CD3OD) Sppm: 

1.02 (3H, s), 2.85-3.1 (5H, m), 3.1-3.25 (1H, m), 3.35-3.65 (8H, m), 3.7 
1 (1H, dd, J=12.0Hz, 5.8Hz), 3.9 (1H, dd, J=12.0Hz, 2.2Hz), 4.04 (2H, t, 
J=5.1Hz), 5.18 (1H, d. J=7.5Hz), 6.8-6.9 (2H, m), 6.95 (1H, d, J=8.0Hz) 
, 7.08 (lH.'d, J=8.0Hz), 7.1-7.15 (2H, m), 7.18 (1H, t, J=8.0Hz), 7.24 ( 
1H, s) 

[0 2 9 1] 

mmm2 9 

4- (^-D-^n^/^t^) -3- C2- (4- 12- C2-fcH 
n**-l, 1-^ (**-*) iW^) ^h^rvl 7x->U) ^ 

4- (2, 3, 4, 6-rh7-0-7W-^-D-^^e7A>^ 
^ _ 3 _ |2- [4 - (3-tKn^7*n#*'» 7i-)H ^ 
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>V77^tHi:4- (2, 3, 4, 6-fh7-0-7W-rD- 
^nlfy/y^t^y) -3- 12- C4- 7* 

y _2-^f-;v-i-7 p n^v-;v*ffl^T^ifef!l2 l fcra^o^i*-c#IB^ 

[0 2 9 2] 

1H-NMR (CD3OD) 5ppm: 

1.08 (6H, b). 2.85-3.1 (5H, m), 3.1-3.25 (1H, a), 3.3-3.55 (5H, m) ? 3.55 
-3.65 (1H, m), 3.71 (1H, dd, J-12.1Bz. 5.8Hz). 3.9 (1H, dd, J-12. 1Hz, 2. 
2Hz), 4.05 (2H, t, J=5.3Hz), 5.18 (1H, d, J=7.9Hz), 6.8-6.9 (2H, m), 6.9 
5 (1H, d, J=8.1Hz), 7.08 (1H, d, J=8.1Hz), 7.1-7.15 (2H, m), 7.18 (1H, t 
, J=8.1Hz), 7.24 (1H, s) 
[0 2 9 3] 

mvm 3 0 

4- (^D-^^^/^V^v) -3- C2- (3- 12- C2-*F 

4 _ ( 2 , 3, 4, 6 -fh7-0-7W-^-D-^^°7A>^ 
-3- 12- C4- i*>H ^ 

^/79>Oft*>»)K4- (2, 3, 4, 6-T-h^-0-T^^;V-/?-D- 
^if^vW^v) -3- {2- [3- 7- 

[0 2 9 4] 

1H-NMR (CD3OD) Sppm! 

2.7-2.8 (1H, m), 2.85-3.1 (5H, m), 3.1-3.25 (1H, m), 3.4-3.7 (8H, m), 3. 
72 (1H, dd, J=12.0Hz, 5.7Hz), 3.9 (1H, dd, J=12.0Hz, 2.2Hz), 4.04.15 (2H 
. m), 5.2 (1H, d, J=7.5Hz), 6.7-6.9 (3H, m), 6.96 (1H, d, J=8.2Hz), 7.09 



mSE^F 2004-3037261 
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(1H, d, J=8.2Hz), 7.1-7.25 (2H, m), 7.3 (1H, s) 
[0 2 9 5] 

mmn 3 1 

4- (^D-^3b-7yv^^y) -3- [2- (3- {2- C2-tK 
n^^-!- (tKn^f;v) -1- xf-;VT^^3 xb**l 

4- (2, 3, 4, 6-7>7-0-7W-^-D-Wf7/^ 
_ 3 _ |2- C4- if-*} ^ 

W77>^^)i:4- (2, 3, 4, 6 -7f7-0-7W-/?-D- 
^nlfyyy^^y) -3- 12- C3- 7* 

y_2-p?^;v-l, 3-7-D/ryyt-;v^ffi^-CgSW2 1 

[0 2 9 6] 

1H-NMR (CD3OD) <5ppm: 

1.03 (3H, s), 2.85-3.1 (5H, m), 3.1-3.25 (1H, m), 3.4-3.55 (7H, m), 3.55 
-3.65 (1H, m), 3.65-3.75 (1H, m), 3.85-3.95 (1H, m), 3.95-4.1 (2H, m), 5 
.19 (1H, d, J=7.6Hz), 6.65-6.9 (3H, m), 6.96 (1H, d, J=8.3Hz), 7.09 (1H, 
d, J=8.4Hz), 7.1-7.25 (2H, m), 7.3 (1H, s) 
[0 2 9 7] 

mmm s 2 

4- (/j-D-^tl'^yW^) -3- C2- (3- 12 - 
u^v-1, 1-v xh^r~>| -7^x;v) ^ 

4- (2, 3, 4, 6-fh7-0-7W-|J-D-^e7;vH 
_ 3 _ j 2 - C4- (3-KVu*is'7utf*l') 7^x;v] ^ 
W77>^^:4- (2, 3, 4, 6-f>7-0-7W-^-D- 
^Vn^y^^v) -3- 12- [3- 7x 



ajSE# 2004-3037261 
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^-v: 124/ 



[0 2 9 8] 

lH-NMR (CD3OD) 5ppm: 

1.08 (6H, s), 2.85-3.25 (6H, m), 3.35-3.55 (5H, m), 3.55-3.65 (1H, m), 3 

.72 (1H, dd, J-11.9HZ. 5.7Hz), 3.9 (1H, dd, J=lL9Hz, 2.2Hz), 3.95-4.1 ( 

2H, m), 5.19 C1H, d, J=7.7Hz), 6.65-6.9 (3H, m), 6.96 (1H, d, J=7.6Hz), 
7.08 (1H, d, J=8.2Hz), 7.1-7.25 (2K, w), 7.29 (III, s) 

[0 2 9 9] 
###1J 3 3 

3- |2- C4- ( 2 -#;v**v^*) 7*-»1 -4-fcFn* 

1 g) siiM-**^***** (o- 7 9 ^^"^ (1 0mL) s 

(2mL) *itfi«*flS* , ;*A (3g) fciJD*.. »-C-«l»U 
o RJ6»«^1 0%><?V*A]**»* (0. 2 g) **nx.. **M«TS 

fc*9 4- (2-*;WiC^-/^;V) -2' - (*^ a />b*'» ~ 6 ' " 
HKnWKKnJ^V (1. 5 5 g) (1 2mL) 

*#U IfflW-bV** ( 8 - 6 *> < 8 - 6mL) 1 

Lt^o ttffi**M«bfcTraiMk fcjfcW^* u ***** 
^t>/^xf;v=l/l) -cai»i-*ikKJ:OWEflA« (0. 2 9 g) 

[0 3 0 0] 
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iH-NMR (DMSO-d6) Sppm*. 

2.45-2.55 (2H, m), 2.75-2.85 (2H, m), 2.85-3.0 (4H, m), 6.6 (1H, dd, J=8 
.0Hz, 0.7Hz), 6.93 (1H, dd, J=8.0Hz, 0.7Hz), 7.05 (1H, t, J=8.0Hz), 7.1- 
7.2 (4H, m), 7.5 (1H, s), 9.9 (1H, s), 12.08 (1H, s) 
10 3 0 1] 

mmm 3 3 

3- [2 - (4- 12- ti-nweJA'-i- U^;v) we 4 

;vj -7*-)v) jl*-/iO -4- (p-D-^^/v;m^) « 

3- \2- C4- (2-*M^yxf;v) ^i-;!/) -4-HKD 
^y^>^/77> (5 0mg) <£>N, N-vVfWA7 5K (lmL) ^ 
^2-T5/-2-^^;v-7 0 ntrp}->T5 K (3 3mg) > Kn*->^> 
/>.j 7 y-;V (3 3mg) , hVxf;V75> (0. 0 4 7mL) ££^1- 
ju^-^- 3 - (3-y'>f^7>; :/n t: * ;V*'vM 5 MI ( 9 3 m g 
) fciraiU I»-e-WI#Lfc. ft»xfjPtf«|iil 

V> (5mL) kzmMU 2, 3, 4, 6 -f Y 7 - O-T-te**- 1 ~ O - h 
^na7-b>^fUM;V-«-D-^3l?7/-^ (0. 1 2 g) «rtra^^ 
^TH^^t*** • yxfiVx-fi« (0. 0 3 2ml) fciDX-fc 

- (fetH**: n -^^>/^x.f-;v=i/i~^^f-v>/^^^-^ 

= 20/1) tffiIU4- (2, 3, 4, 6-Th7-0-7W-^-D 

-^n^yy^^v) -3 - C2- (4- 12- ci * 
_ a^v^w^^i/) 7x-;v) x?-/iO ^777> ( 

5 7mg) itL*^^^-^ (2mL) IC**U 

K (28%>t^/- ;V^?S 0 . 0 1 5 m L) «rtrax.. Miffi^? 1 B#ltliE# 
RJ6«-fr«*«ET«»», JM*ODSHffi»ttft (ft*** : *» 

: ^ * y £ ^ *~ * $ flWMfrfr* ( 3 6 m g) £#fc 0 
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[0 3 0 2] 

1H-NMR (CD3OD) <5ppml 

1.36 (3H, s), 1.37 (3H, s), 2.47 (2H, t, J=7.6Hz), 2.86 (2H, t, J=7.6Hz) 
, 2.9-3.1 (3H, m), 3.1-3.25 (1H, m), 3.35-3.45 (1H, m), 3.45-3.55 (2H, m 
), 3.55-3.65 (1H, m), 3.71 (1H, dd, J=12.0Hz, 5.8Hz), 3.91 (1H, dd, J=12 
.(Be. 2.2Hz), 5.18 (1H, d, J=7.8Hz), 6.96 (1H, d, J=8.1Hz), 7.05-7.25 (6 
H, m), 7.26 (1H, s) 
[0 3 0 3] 

###a 3 4 

3- [2 - (4-7W75/7x^;v) -4-tKa^>^/7 

2. 2 4g) iSi^U-TWT^-oXTWK (2. 4 5 g) 

(3 OmL) (1 OmL) tf*SMfc# V *A (6. 7 3 g 

) fciPiU Lfco ^MC2mo 1/L« (7 OmL) * 

W 5/-2' - (*^y^b^rv) -6' -tKD^>*^3V (3. 
3 5g) Wco#^^4-7W75/-2' - 

_ 6 » -tKa^v*;V3> (3. 3 g) iJ itTl 0%^9^A^ft* (1 
g) (5 OmL) «^W****H4fCTM-C-l»a^L./io 

«*§*L. ijt©jHt«ET«*lft. (13. 2mL) 

U tttf'J7A (4. 7 7 g) . ^J:rT***BI (4. 8mL) £ijnx.> 11 

Ttt*Lfco gut***;'-* (1 OmL) fc**U V**? ( 

2 8%^/-«5mL) £3jnx. 1 *IW»Lfco RJ&ilte*** 

ETiit, ?»lmo 1/L« (3 OmL) * J: U^^^in*. 1 ■» 
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i-i?: 127/ 



) fcftfco 

[0 3 0 4] 

lH-NMR (CD3OD) Jppm: 

2.1 (3H, s), 2.95-3.05 (4H. m), 6.56 (1H, dd, J=7.8Hz, 0.6Hz), 6.88 (1H, 
dd, J=8.4Hz, 0.6Hz). 7.0-7.05 (1H, m), 7.1-7.2 (2H, a), 7.21 (1H, s); 7 
.35-7.45 (2H, m) 
[0 3 0 5] 

mmm 3 4 

3- [2- (4-TW7577x^V) x^/lO -4- 

3- [2 - (4-7W7^7x^V) xfjV) 
77> (30mg) *ilF2, 3, 4, 6 -ff7-0-7W-l-0-> 
^nn7-kh^nM;v-a-D-Wtf5/-^ (6 4mg) ottft^f 
V> (3mL) W«i:H7?fl:*f * ' W^-f (0. 0 13m 

57^- Gfttttt*: n-^**>/i»**-*'=2/3~l/2) -efflSSLLT 
3_ [2— (4-7-bf;V7^/7x-^) ifA') —4 - (2, 3, 4, 6- 

t ^_ 0 _ 7W _ j8 -D-^V3t s 7/vW^» s<yy*7?y (3 8 

mg) *»fco ittfc**/-* (3mL) fc**U th'iWh^K ( 
2 8%^^/-M#tO. 0 2mL) fcillx., MiBlt? 2 NfK«# bfco RJ6«# 

ft^f-l/V/^^y-^=6/l) ifcfc J: »J (12mg 

) *#fco 

[0 3 0 6] 

lH-NMR (CD3OD) Sppm: 
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2.1 (3H, s), 2.9-3.6 (8H, m), 3.71 (1H, dd, J=12. 1Hz, 5.5Hz), 3.9 (1H, d 
d, J=12.1Hz, 2.3Hz), 5.18 (1H, d, J=7.4Hz), 6.96 (1H, d, J=8.0Hz), 7.08 
(1H, d, J=8.0Hz), 7.15-7.2 (3H, m), 7.27 (1H, s), 7.35-7.45 (2H, m) 
[0 3 0 7] 
3 5 

3- (2- (4-7 5/7i-;V) -4»tKoW//75> 
3- [2- (4-7WT5/7xn;V) -4-tKn^>7 
(1. 2 g) ^n-7 5 n;v-;V (4mL) -5mo i /L/ivf-fut r v 

«^A7Kv« (8mD M^*—Wjnmm%LL?zo KfcU& ! ®J*M.m^M&, 

2 mo (2 lmL) *1m*-tz 0 m.&WZ1&m}m*mi- h V * 

©v^ 3tfffiLfc*N&*«PRU «JETf9»i"*-i:^^ 1 )#fB'fb^ (0. 5 1 
g) 

[0 3 0 8] 

1H-NMR (CD3OD) 5ppm: 

2.85-3.0 (4H, m), 6.55 (1H, dd, J=8.0Hz, 0.7Hz), 6.65-6.7 (2H, m), 6.87 
(1H, dd, J=8.2Hz, 0.7Hz), 6.95-7.0 (2H, m), 7.0-7.05 (1H, m), 7.19 (1H, 
s) 

[0 3 0 9] 

mmm 3 5 

4- (^-D-^3lf7;yW^-» -3- [2- (4-* 

3- [2- (4-75/7x^) x^-;V] -4-tFD^W/77> ( 
0. 3g) 3, 4, 6-fh7-0-7W-l-0-h^nn 

r-fe w 5 hM;v-a-D-^*;vnif7/-7, (0. 6 5 g) (Dmt^^vy ( 

5mL) 7**1:*?* • S^xf-^—rA'SMfc (0- 2 3mL) fcifl 
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- [2- (4-T^y7^-;V) J^V) -4- (2, 3, 4, 6-f>7-0 
-TW-^-D-^^'^v'W^y) ^> % /79V (0. 3 6g) * 
»fco #^tL^3- C2- (4-7U7x^) xf*] -4- (2, 3, 4 

(5 0mg) OttflS^f-W (3mL) (0. 0 17mL) 

lf>r/^*-^n'JK (0. OlSmL) &*BiU MTM WMWLfc 
o Rl6»*»*0. 5 mo »m*^A't?«ffiUfco JUlffiW 

At«U j»*«ET**l^. j»*VARIANtt*BOND ELU 

t-scx (v#tB»: »? 4- (2, 3, 4, 

6-^ ^^-O-T-fef-^-^-D-^^^tf^/^^^^r^) -3- C2- ( 
4 _^^^-;VT^7x-;U) i^V) (4 0mg) *» 

/Co dtLSr^y-A- (3mL) fc»*U th'^A^h^K (2 8%^* 
0. 0 2mL) *Jn*.. a«2BHBWLfc. 

/^/_;V=8/1) -e*ll»-raii:^iOailB^» (19mg) «r#^o 

[0 3 10] 
iH-NMR (CD3OD) £ppm: 

2.91 (3H, s), 2.95-3.25 (4H, m), 3.4-3.6 (4H, m), 3.71 (1H, dd, J=12.3Hz 
, 5. 7Hz), 3.9 (1H, dd, J=12.3Hz, 2.3Hz), 5.18 (1H, d, J=7.9Hz), 6.96 (1H 
, d, J-8.1Hz). 7.08 (1H, d, J=8.2Hz), 7.1-7.25 (5H, m), 7.28 (1H, s) 
[0 3 11] 

mmm 3 6 

3- C2- (4-**^75/7xi^) -4- (^-D-^ae 
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[0 3 12] 

iH-NMR (CD3OD) Jppm: 

2.9-3.25 (4H, m), 3.4-3.65 (4H, m), 3.71 (1H, dd, J=12.0Hz, 5.6Hz), 3.85 
-3.95 (1H, m), 5.19 (1H, d, J=7.9Hz), 6.96 (1H, d, J=8.1Hz), 7.0-7.5 (7H 
, m), 8.22 (0.75H, s), 8.63 (0.25H, s) 
[ 0 3 1 3 J 

mmm3 1 

4- (/j-D-^^/^t^v) "3- C2- (4-^WK7x^;v 

3- [2- (4-75;7x-;v) ^;v0 -4-tKn*W/79> ( 
0. 3g) ^2, 3, 4, 6-n7-0-7W-l-0-P^nn 

7 ^ M5 >M;v-«-D-^;vnfci 0 ^y-^ (o. 6 5 g) ( 

5mL) S^C=7 ' W ^-r« (0 . 2 3mL) ^r^D 

}#ffi}«: n-^t>/ifW=l/l~l/ 2 ~ 1/5) « U3 
- [2 - (4-7^7x-;V) •x^lO -4- (2, 3, 4, 6-f b7-0 
-T^^^-^-D-^vnlfyy^^^-^v) ^>V7 9> (0. 3 6 g) £ 
#feo#fe*tfc3- C2- (4-T^y7^^;v) x*/lO -4- (2, 3, 4 

(5 0mg) Orh9tKo77> (2mL) »:b'^W^HV>7 

h (o. o i 4mD fctniU ^®-e-Hfem#t^o K)£?l^*~7fc (0. 

3mL) *m?L. 5 OVX* 2 \%mmW\^fz° 0. 5mol/LSI 

^VARIANttlBOND ELUT-SCX : ^ 
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X-mU-fZZtlzXt) 4- (2, 3, 4, 6-fF7-0-7W-^-D- 
7;V3t'7y->^^y) -3- [2- (4-^^fK7x-;v) 
>/7 7> (2 0mg) itL*^^/-;V (3mL) fc#*U 

A^^/F (2 8%>^/-^l0. 0 2mL) =£riJDl. ^zR"C2l^ra«fc# 

y _ % „ _ x .* \ —r-z >r^- —J— *7 > L V h -tffi =n / Zs. 

m (4mg) «r#/co 

[0 3 14] 
1H-NMR (CD3OD) Sppm! 

2.9-3.25 (4H, m), 3.4-3.65 (4H, m), 3.71 (1H, dd, J=12.1Hz, 5.7Hz), 3.9 
(1H, dd, J=12.1Hz, 2.2Hz), 5.18 (1H, d, J=7.7Hz), 6.96 (1H, d, J=8.2Hz), 
7.05-7.3 (7H, m) 
[0 3 15] 
##M 3 6 



3 — C 2 — (4-7'D ; E7x-JV) -4-tKD^>V77> 

2. 2 4g) fei^4-yn^>X7;VftK (2. 7 8 g) ^x^-;v ( 
3 0mL) (lOmL) *3 £ tiyotffc* V *> A (6. 7 3 g) £*n;i 

. »-e-!ft«#Lfco a©I^J^2mo 1/LM (7 0mL) fciDx.. *f 

- -6' -tFD^y*;V3> (3. 7 7 g) &#*r 0 

^^4-^-2' - -6' -KKn+V*^ 

> (3. 7 g) <£>^>-tf> (15 0mL) (HJ7x^*^7 
* » Dy'7A (I) K ( 1 . 8 2 g) S J: If (6. 2 

mL) £Jn*.* 7 0TCt-«L/:o RJE&S'fr* K 2 m o 1 / L imiti- b U 



miE# 2004-3037261 



#H 2003-097152 



^-v* : 132/ 



*,) _ 6 « _fcKu*~>^fcKn#;vn> (1. 1 g) fcf&fco C*L«:ft« (4 
15mL) KmmU ftKtb'^A (1. 5 g ) *5 J: tetofeflfc ( 1 • 5m 

D *jqiU i i 5*c*c-ift«ffbfco wmx-r&* 

„ «iE*«ET«*bfco JM***^-* (i OmL) £»*U t>UfA 
>^yF(2 8%^/-«l. 5mL) &JPx.> lWmffiWLfz 

• n -^-9-y/ff*r^;U= 5/1) LTlSfB'ffc^ (0. 8 5 g) £#fc 0 

[0 3 16] 
iH-NMR (CDC 1 3) £ppm: 

2.95-3.1 (4H, m), 5.03 (1H, s), 6.54 (1H, dd, J=7.6Hz, 1.1Hz), 7.05-7.15 
(4H, m), 7.19 (1H, s), 7.35-7.45 (2H, m) 
[0 3 17] 
##01 3 7 

3- (2- |4 - [1-T^y-l - ^f- 

3- [2- (4-7*n^7x-;u) x*-;i0 -4-tKn^fW/75^ ( 
0. 5 g) > y7>ftth'J7A (0. 2 3 g) . tf7^ (HJ7x^ 
*7^r» ;t9*^A (0) (9 lmg) S *tfa (3 Omg) <OT 

^>-hiJ;l/ ( 5 m L) Jg»«t*= 0 ^tW^tMMVtz 0 RfiSm^fc:** Jnx^ 

4 - (ttffltttt: n-A^t>/fti^=5/l) T»»LT3- [2- ( 

4- y7;7x-;v) .x^/iO -4-tKn*W'/7?V (0. 1 4 g) * 



Bfflft 2004-3037261 



VfcM 2003-097152 



i-y. 133/ 



ntzo ^t^W">5f> (0. 3 5mL) ©s;xf^x-f^ (2mL) 
»^Tn-WJf)^ (2. 46mol/Ln-AWl$0. 
7mL) fciniU n»TM OiWWttU. 3- C2- (4->7 

; 7 x-;v) i**0 -4-t Fn^v^vV (0. 1 3 g) ©Vi** 
(3mL) vt^^inx.^ m^2B#F H m^L^o R£Ml*2mo 1 

^ V 5//-^ 9 J 5 / 1 U^mm c 3 Mum Lfco $ft ffi* fcfc* 
«iti(EETS*t4ikKJ:0 3- C2- (4- 
*;wUUM;U7iX^) xf*) -4-tm-W/79> (0. 11 
g) £*L*1, 4-v ? ^^> (5mL) -lmo l/L^tiftth'J 

•7A7K» (5mL) fc»J*U ^ofr>y> (0. lmL) £ 
»-CHft«#Lfco »B*#»Klmo 1/M (5mL) *rill!*.fcfc* «P 

»*7A^7f^57^ (}#m« : n-^-9->/»»^^=2/ 

i ) "ctma-r zztKn*) m^t^m ( 3 5 m g ) 

[0 3 18] 

iH-NMR (CDC 1 3) Sppm! 

3.0-3.05 (4H, m), 4.71 (1H, d, J=5.8Hz), 5.23 (2H, s), 5.85 (1H, brs), 6 
.58 (1H, dd, J=7.5Hz, 0.8Hz), 7.0-7.1 (2H, m), 7.16 (1H, s), 7.2-7.5 (8H 
, m), 7.75-7.8 (2H, m) 
[0 3 19] 

mnn 3 8 

3- C2- (4-*M5UM^7xr.;v) -4- 

3- (2- 14- Cl-T^y-l- (^Vv;!^^*^— >W - >0 ^ 
7i^;V| if/l.) -4-tKn^Wy*79> (3 0mg) is* #2 
3, 4, 6-fh7-0-7W-l-0->V^on7*h^nM;i/- 



tbSE^F 2004-3037261 



#0 2003-097152 



S> : 134/ 



a _ D _^Vnt 0 7/-^ (4 3mg) (DMAttf-Vy (3mL) ?I^lt:H7 
v^^^-x^fM* (0. 0 0 9mL) SriD*^ Mi&*?HBW!fc 

^t>/^t^^=l/l~2/3) tilU4- (2, 3, 4, 6-f h 
7 - 0 - ^- |8 " D - / v ^ t ^rv) -3- (2- 14- Cl 

) /<yv*7 7> (4 2mg) £#7c c ZfifrJ ? (3mL) i:i«t. ^ 

hV9A^h^>K (2 8%^^/-)V}S» 0. 0 2mL) SrlHlX.. Sffl-C 1 

ft^fW/^^Z-^lO/l) «U3- (2- |4- Cl-T^y 

_ l _ (^>^;i/t^y*^H^) -7^-;H x-f-fr) -4- 

(|8-D-Wlf5>'VA't*V) ^yy77> (20mg) £#fco 

(3mL) £*#U 10%A , 7'77A^fft* (lOmg) SrSnx- 
> 7K3R*Ba^CTma^2«FlHI«^Lfco ****** U **«>**fc*:»ET« 
& i h K J: 19 TOft-SUf ( 1 3 m g ) £#£ Q 
[0 3 2 0] 
iH-NMR (CD3OD) Sppml 

3.05-3.6 (8H, m), 3.72 (1H, dd, J-12.1H*. 5.5Hz), 3.91 (1H, dd, J-12.1Hz 
, 1.9Hz), 5.2 (1H, d, J=7.1Hz), 6.98 (1H, d, J=8.2Hz), 7.08 (1H, d, J=8. 
2Hz), 7.2 (1H, t, J=8.2Hz), 7.27 (1H, s), 7.41 (2H, d, J=8.2Hz), 7.67 (2 
H, d, J=8.2Hz) 

[0 3 2 1] 
#^3 8 

3 _ [2- (4-*m->7x-^) xf^/] -4-tKn^>W79> 
2 ' -^vi?;l/:fr*S/-6' -bKo^y7*>7x;> (2. 4 2 g) 



tBSE# 2004-3037261 



JjfUjg 2003-097152 



135/ 



{ffl/7^VT^fliF^f^ (2. 4 6 g) ^^-^ (5 0mL) 

(i5mD ^ifiWWfe*';** (6. 7 3g) sor-e-ft 

«^LfCo R£-M^2mo (7 0mL) trinx.> tflBUItlt 

;v#*v-6' -KKn^>*^3V (3. 5 5g) Zftfco £*l£N, N-v 
^W;VA7U'(3 5mL) C»*U A (3. 8 8 g) fcitf 

yn^f^f^ (1. 9 5mL) SrJniU Ht?-WWU. 

L) -l^m^f-^ (lOmL) K»fl*U 10%^7^^AW* (lg) * 

6 > -bKn^v-2' - h *->*/M?-/l'> -4- 
; v^-;v^ h^^*;v^-;v) ^tKn*^3V (2. 5 6 g) &#fc 0 i*t«r 
(1 7mL) fcMIU b^>F (28%^y^i 

*3. 3 5mL) fcftl*.. -ttlSIt^o Rj£*fr»*Mfc*fc«Hk 1 m 
o 1/L« (3 OmL) ^Un£> itxf^tiffil^o Wlffi* 

fc**/-* (2 5mL) £^2mo h U (5 0 m 

L) £Jnx.> 6 0tt-WLf;o R]&iB^*Mi&K*fr#^ 2mo 1/L 
mm (5 5mL) 33*1**. (5 OmL) MUX- immmWVtz 0 *fffi t 

fcMfcSftU ******* «ETT»bT2-*>mf*^-3- [2- (4 
-A)^v7x^) -4-tKn^W/7?> (1. 4 5g) 

tm^r-' (i2mD iuwiu 200 

wmiHiWU. Imo 
/ 1 ) -e*tfH** it^i*) S&SMfr&W ( 8 o m g ) &#fc 0 



miiEJIf 2004-3037261 



#M 2003-097152 



136/ 



[0 3 2 2] 

1H-NMR (CD3OD) £ppm: 

3.0-3.15 (4H, m), 6.55-6.6 (1H, m), 6.85-6.9 (1H, m), 7.0-7.1 (1H, m), 7 
.23 (1H, s), 7.3-7.35 (2H, m), 7.9-7.95 (2H, m) 

[0 3 2 3] 

3 9 

3- [2- (4-*M J E'f>7xi*) J^V} -4-tKD*W/75 



3- (2- (4-*Wv'7x^V) -4-tKn*'WV7? 
V (8 Omg) . »m*mT>*-*A (9 Omg) *3 £ 1^° V > ( 0 . 0 9 
lmL) ON, N-v^^^VAT 3 K (3mL) M^vt e r t 

1* (0. 2 5g) *jn;u mmx-mami-ito rjswuco 

. ***WET«*Lfco J*****;-* (5mL) fc**U th^A^ 
h*«>K lmL) fcifllx., 5 0. ICT* 3 P#IH«fliLfc 

o RBm&mzm.^-i§m£, 1 mo i/uai (o. 5 2mD £in*.s «be 

V>/^;-;V=30/l) ^itfVARIANliSBOND ELUT-S 

ax (tttttt&: *9J-&) ^vm.mmrr^^tK^y)umt^m (5 0m g 

) «r»fco 

[0 3 2 4] 
1H-NMR (CD3OD) Jppm: 

3.0-3.15 (4H, m), 6.57 (1H, dd, J=7.9Hz, 0.6Hz), 6.88 (1H, dd, J=8.2Hz, 
0.6Hz), 7.0-7.1 (1H, m), 7.21 (1H, s), 7.25-7.35 (2H, m), 7.75-7.8 (2H. 
m) 

[0 3 2 5] 

mnm 3 9 

3- [2 - (4-#;w^-f ;v-7^-jv) xf;v) -4- (/? -D-^vn 



ffiiE# 2004-3037261 



!&m 2003-097152 



: 137/ 



3- C2- (4-*^*'f^7x^) ^.f-;V] -4-tKD*'W/7 
?>(5 0mg) ^2, 3, 4, 6-f h7-0-7W-l-0~>V 
^unr-trW 5 hM;V-a-D-^;V3tf9y-^ (9 6mg) <D%L4t**'l' 
> (3mL) S^fti:=7 ^k*->* • yif^-f^ (0. 0 2 2mL 

(i{Bil:»^v>/^^^ =20/1) ■C»*UT4- (2, 
3> 4) 6 _ f .^_o-7'tf;i'-^-D-^3if7yy)i't^v / ) -3- 

C2- (4-*^t07x^) J^flO ^/7 5> (8 0mg) 
o i*,**^-* (3mL) fc**U ^HJtfA* h^rvK (28%^^ 
0 2mL) *JniU M^WMMWLfco ****ffiT«*Lfc 

t) TOft-^fc ( 1 3 m g ) *#^o 

[0 3 2 6] 
1H-NMR (CD3OD) Jppm: 

3.0-3.6 (8H, m), 3.71 (1H, dd, J=12.0Hz, 5.8Hz), 3.91 (1H, dd, J=12.0Hz, 
2.2Hz), 5.19 (1H, d, J=7.9Hz), 6.97 (1H, d, J=7.7Hz), 7.09 (1H, d, J=8. 
2Hz), 7.15-7.25 (1H, m), 7.27 (1H, s), 7.3-7.35 (2H, m), 7.75-7.8 (2H, m 

) 

[0 3 2 7] 

###!) 4 0 

2 » f 6 » -7fcKn^y7^>7x/ % / (5. 0 g) Sry"**^ > (2 0m 
L) **tr3, 4-^tFP-2H-f77 (16mL) fc**U p-h;^ 
Z/*fr*>WL-imm (0. 2 1 g) ^inx.> MTKll. 5«FlW«»Ufeo R 



miE#2 004-3037261 



<&m 2003-097152 



: 138/ 



1 / L t^t' p H#fe i f 8 t ^ ^ * t^fl L> yxf^x-f^ttffiUfco 

^ (5. 6 4 g) *#fco 

[0 3 2 8] 
lH-NMR (CDC 1 3) Sppm! 

1.60-2.00 (6H, m), 2.75 (3H, s), 3.70-3.75 (IK, m), 3.85-3.95 (1H, m), 5 
.53 (1H, d, J=2.9Hz), 6.59 (1H, dd, J=8.4, 1.0Hz), 6.70 (1H, dd, J=8.4, 
1.0Hz), 7.32 (1H, t, J=8.4Hz), 13.08 (1H, s) 
[0 3 2 9] 

mmm4 o 

3 _ C2 - (77>-2-^V) i**0 -4- (^-D-^^7/y^ 
X^l) 

[0 3 3 0] 
Hfcl 5] 

o 



[0 3 3 1] 

Argogel («»»«) -NH 2 fl (T*=*V- M±« : 0 . 4 3mm 
oL/g:5. Og) £N, N-Z?*^)V*)V$T$\ f fcmm2&m.MX3 0fr 

rmwvtzik, &fr%mm*^fco n-9- (?;v*v~^ 

;v) n^i;^>'-4-7j;v^>'m (3. 78g) JtFl-iiFn^^/b'i 

7 >/-; V (1. 4 5g) £N, N-^f^575K (5 0mL) 

^ N> N _y^vyntf;l/*^vM5 K (1. 6 8mL) ^rinx.> 1 



ttiSE# 2004-3037261 



#11 2003-097152 



^-v: 139/ 



K-C3HU iMtm-VyX-zmffi&^tzo IWi^?5fe^-^^$'b^2lll^«9^t 
tz 0 nhfrtmm*2%l, 8-y'7fli'v^ [5. 4. 0] *V7*-7— t 
>(7)N, N-y^fHM75 F^m-em^T^lB#r«at/io v#«^^ 
$&fc2%l f 8-v7^tfv^a [5. 4. 0] * 7 — fe>?>N 

N-y^WJVA75 K^"C3 O^fMiSLfzo $gF«£Krv>;fc^ 
^V^Tr30> N, N-^W>AT5 Ktr3HI. f-WT?6 HI. N 

N-^^m;VA75 Kt-3HI> mifc^W^3®Y5fc^L/io 

fu^Wm. (2. 9 9g) co^b^^-V^ (2 5mL) M^N, N-SMV:/ 
nii>*M7^ K (1. 6 8mL) *ira£. gfiTfc 2B#ll!«#L;fco 

(0. 0 2 6 g) (lmL) N, N-^V^Dt> 

xwr/ (2. 2 4mL) fcimit. M*C2 OttlWWLfco 

V>"C6HI> N, N-v>«^7< KT3EU ^fc^^V>t?3 0i5fc8-L 

^*»«t*»v^o 6' Kn^v-2' -rf7HKn(i7^ 
t^v7-feb7x;> (2. 0 3 g) <£>N, N-^W;VA75 F (3 5m 
L) ***±«©#IBfcin*.fclk (2. 0 8g) «rlrax.> lit 

/-;VC31IK N, N-'^f-^AT? Kt30, jftft^f V>"C3II 
X312) 

[0 3 3 2] 



ffitE# 2004-3037261 



#0 2003-097152 



: 140/ 



Hfci 6] 




[0 3 3 3] 

JMir^htitzmm (0. 7 0g) ^x^-;vt:ii$^3 0^1St 
WLfcd, **ft»itftv»fc. 2-7^r;vmK (0. 15g) 9>*.9J 

-)V (5mL) *«U (2mL) Xlf, 5mo 1 /L*BJHb* V * A 

T^mm (0. 3mL) *±JfiO#JK»wUPx.. ISTi: 1 5B#F^m^t^o 

^7t^^y-;ve3Hls n, n-^W;vat^ KT3laU m^f-^ 

>t»6ift»Uo »e>*Lfc#»*^ s»-c3 o^nrat 

^nVK (0. 084g) 0^>4r> (5mL) ^>-tf> (2mL) £ 

(fHjifiVvr/ (0. 4 8mL) ^±l«i:ili> 7 0 3 B#IHJ*# 

v^Tto tHJ-)Mer (0. 0 8 7 g) ON, N-v^^* 

;UA75 K (5mL) MmWLRZfN, K (2mL) *-L 

=SrK^v^^ n, N-^f^*^75 K"C3@, ^fc^vv-esiik N, 

h;v^>^;v^>m-7KfDt? (0. 1 2 g) <?>.x?y<-;v (5mL) mfcRV**- 
(2mL) *Jn*.;fc2L 7 0tf3^i#U;o M^tv^ct, «- 

j3i£j-*y-;vT-3Hk ^b^^v>-e3Hi. ;**/-;v-e3lU n, n-^ 

4, 6-th7-0-7W-l-0-h'J^DD7^>^^M^-«- 



ttiiEijf 2004-3037261 



!$m 2003-097152 



^-v: 141/ 



D-^Vntf7y-7 (0. 4 5 g) <Dmk*i-^y (5mL) 

\sV (2raL) Rl^H??*!:*** • (0. 1 lmL) * 

3. 5mL) ££>\ 5 m o 1 /LfrMft* V V (3 . 5mL) £jJP;^ 

7o°ct5^> mu^2 ommtmvfzo «£«ju hi^^-^ 

SffT^lt^o WfetL^SIitkmiaiOMft^^yVV (lmL) « 

^2 0 0tti«IUo 7F=igM»*»*U $«b^^^y-;ve^t 

- (fitttSCAPCELL PAK UG5 ODS, 5 fx m, 1 2 0 A, 
2 0X5 Oram, v> -T^- > K */7*h-h'^=9 0/l 0-1 
0/9 0) X~mmLtz&, »EETfc*»U MfflC&m (0. 0 0 6 g) 

o 

MS (ESI, m/z) M08 [M+NH4] + 

[0 3 3 4] 
^Jfcffl 4 1 

4 _ (^- D -^ 3 f7/y^^y) -3- C2- (2-^;v;v) j.*-* 

MS (ESI, m/z) 14 0 2 [M+H] + 
[0 3 3 5] 

mmm 4 2 

4 _ (^-D-^^fcf^/v^^v') -3- C2- (3-t''Jy» 



{iJ|E# 2004-3037261 



#0 2003-097152 



142/ 



MS (ESI, m/z) : 4 0 2 [M + H] + 

[0 3 3 6] 
f&fefl 4 3 

4- (u-D-^aev^*^) -3- C2- (4-e'Jv» 

MS (ESI, m/z) : 4 0 2 [M+H] + 
[0 3 3 71 

nnm 4 4 

4 _ (/? _ D _^ 3l f7yy;vt^y) -3- [2- (4-^^7x^ 

#14 0 fcR»W**-C*^b'&*«r#^o 
MS (ESI, m/z) 14 4 8 [M+NH 4 ] + 
[0 3 3 8] 

mm 4 5 

3 _ 12- (W75>-2-^) -4- (^-D-^V^lfy/ 

MS (ESI, m/z) : 4 5 8 [M+NH4] + 
[0 3 3 9] 

mM&\ 4 6 

3 _ [ 2 - (4-^W5/7x^V) jc^-;V] -4- (/l-D-W^ 

ffiSE#2 004-3037261 



mm 2003-097152 



: 143/ 



MS (ESI, m/z) : 4 4 4 [M+H] + 

10 3 4 0] 
^ife^!l4 7 

3- [2- (4-*mv7x-)V) xf-;v) -4- (jj-D-W^y 

MS (ESI, m/z) 1 4 6 2 [M+NH4] + 
[0 3 4 1] 

4- -3- 12- [3- (7x^) 7x 

00 4 0 i:RWJ|0^fe-CW1B^b'&**#^o 
MS (ESI, m/z) : 4 9 4 [M + NH4] + 
[0 3 4 2] 

4- (^-D-^>nt'7/^^v) -3- C2- (4 
7^~;V) J- ^) ^>\Ty^> 

MS (ESI, m/z) : 4 9 6 [M+NH4] + 

[0 3 4 3] 
HffliOT 5 0 

3 _ C2 - (4-T^7x^) x*-*) -4- ( ft - D - * 9 / 

MS (ES I, m/z) I 4 1 6 [M+H] + 



miE#2 004-3037261 




003-097152 ^-v : 144/ 



[0 3 4 4] 

mrnm 5 1 

3- C2- (2-7iVtn7x-;v) xf;v] -4- (i8-D-^lf7^> 

$1 4 o t muo^x-m^^ *nfco 

MS (ESI, m/z) : 4 3 6 [M+NH 4 ] + 
[0 3 4 5] 

mmm 5 2 

3 _ (2- (3-7;vtD7x^v) -4- (j?-D-^e5y> 

2 -^wr^^t: FoTCfrl) t-3 -y )\/i!rus<y XT frTt F&ffl^T. ^ife 

#04 0 t^<7)^-e^I5^%«r#^o 
MS (ESI, m/z) : 4 3 6 [M + NH4] + 
[0 3 4 6] 

% mm 5 3 

3- C2- (4-7;vtn7x-;v) xf;v) -4- (jS-D-^vnt^/v 

ji/t^y) W7 9 7 

2 -^^r^T-'t: FOlt^b 1 ) ^4 -7iViD^>X7^ft F&fflv^T. MM 

MS (ES I, m/z) : 4 3 6 [M + NH4] + 
[0 3 4 7] 

mmm 5 4 

4 _ (^-D-^^rre^y -3- C2- (2, 

2 -^^t^t*^ FOftfr*) K2, 4-y^f^>^r;vft K*fflv>T. 

MS (ESI, m/z) : 4 4 6 [M+NH 4 ] + 
[0 3 4 8] 



HiliE# 2004-3037261 



#§12 003-097152 



-^-v! 145/ 



nMW5 5 

3- C2- (4-xfjV7x^) if-AO -4- (^-D-^V^^/^ 

4 o tmw.^^^it^^nt^ 

MS (ESI, m/z) I 4 4 6 [M + NH 4 ] + 
[0 3 4 9] 

nnm 5 6 

4 _ (^-D-^atf?/*****) -3" C2- (3, 4->'>Wx 

2 - 7 ;vr fl^rii K*>ft*> «) K 3 , 4 - f^'/Xrm K*ffiv*t\ 

MS (ESI, m/z) : 4 4 6 [M+NH 4 ] + 

[0 3 5 0] 
*Jfc0H 5 7 

4- (yj-D-^V^^v^^v) -3- C2- (4-^fV7 P nt>7x 

n«0 4 o tmn^m^m^t^m^ntzo 

MS (ESI, m/z) : 4 6 0 [M+NH 4 ] + 

[0 3 5 1] 
mWH 5 8 

3 _ C2 - ( 2 -^n7x^) "4- (^-D-^n^/^V 

MS (ESI, m/z) I 4 5 2 [M + NH 4 ] + 
[0 3 5 2] 

%mm 5 9 



{UfiE# 2004-3037261 



JjfgS 2003-097152 



<*-V: 146/ 



3 _ 12- (3-^nn7x^) -4- (jS-D-W^/v^ 

4 o h mu^^nmt^^^o 

MS (ESI, m/z) ! 4 5 2 [M+NH 4 ] + 
[0 3 5 3] 

mmm e o 

3- L2- (4-7on7i^) J-* AO -4- (j9 * 9 J *s* 

4 0 k P5»0^ft-e*IB^k^*«:#^o 
MS (ESI, m/z) : 4 5 2 [M+NH4] + 
[0 3 5 4] 

mm 6 1 

3- [2- ( 4 -x>^->7x^) J.*-*} -4- (^-D-^a*?^ 

$14 0 i:RI*0^*-C«iaft^«:»^o 

MS (ESI, m/z) : 4 6 2 [M + NH4] + 

[0 3 5 5] 
#1 WJ 6 2 

4- (^-D-^3lf7/^^'» -3- C2- (4-^f)l'ft7x- 

MS (ESI, m/z) 14 6 4 [M + NH4] + 
[0 3 5 6] 

mum 6 3 

4 _ ds-D-W^^^W) -3- C2- (t7^V>-2-^V 
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v : 147/ 



2 - 7 ;i/7;VftK^t) H2-f7 K*rffiV*T, ^«!) 4 0 h 

MS (ESI, m/z) I 4 6 8 [M + NH4] + 

[0 3 5 7] 
Hiftfll 6 4 

3- [2- (4-W7x-;V) -4- (/?-D-^3^y^ 

4 0 R^O^ffi-etMB-ffc'MlJ'SrWfeo 
MS (ESI, m/z) I 4 7 4 [M+NH4] + 
[0 3 5 8] 

mnm 6 5 

4- (^-D-^^yyvWy) -3- [2- (4->fy7Wx- 
)V) ^>77 5> 

MS (ESI, m/z) :4 7 4 [M+NH 4 ] + 
[0 3 5 9] 

1) tfSGLTl ©*n-^>^:l3J:tr»^**-^<Dft*3fc*. 

t>/WiS*^RNA (Or i gene) * V =** d T fc"/9>f t 
fC^¥L, PCR««icDNA9^^';-«:MUo iOcDNA^ 
W^^ 1 ; -SrilM*: LT. He d i g e r £> «£ fHfr £ ^ h SGLT 1 ( 
ACCESS I ON :M2 4 8 4 7) 0 1f^P>2 0 0 5ftWSiE^Jt:P 
CR^:i *HMBU p c DN A 3 . 1 (-) ( I n v i t r o g e n) 
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[0 3 6 0] 

2 ) thSGLTl &<£%Wfo<F>W±L 

fc bSGLTlM^^-^Sc a I T?WftLT«M*DNA Lfctk C 
H O - K 1 'J#7i^VaVft (Effectene Transfec 

tion Reagent IQIAGEN) ICT^At^o lmg/mL G4 
18 (LIFE TECNOLOG IES) KT***^ V>K1£fflJfi#fe*ft* 

* X&kx * a - d - **;v 3 e ^ y -> K«>tt 19 a*fim«:ill3fe b/s 

o *fc®v>flXg&*fStefc^Lfc*£S^b-ce S 1 - 5 - 1 lDi:U Mtx 
2 0 0 (x g/mL©G 4 1 8^Tt^tt/: 0 
[0 3 6 1] 

3) ^ ; i,- fl -D-^ii7/yF(a-MG) KJLOa*»#flm^SI^ 
9 6 5tyv- M:CS 1-5-11D«t3X1 oHi/^-eflMlb. 2 BIRW 

A. 2mMM*^^ lraMM^V^^, lmMM^^v^A, 1 
0mM2- [4- - 1 J.***** 

) #M5^iVft (S i gma) fcl4C7^/Mfc (Am e r s h a m P 

harmacia Biotech) O a -MG$«f«^lmMh^ 

3H9*fcT3tts!0RLT 1 mMa -MG«r*trlR»)&*ffl««^«*nb, flUJe 
j^WMfcfcMMW- h V * AlC#x.T 1 4 0 mMOifts U '/WiiRO 

7*cti o^fti^o ra-is^fc^ ist^u^ wmmmmmz 

K**u «^jB»**it«i^o lftMSfc* 7 5// L-fojo 

£3 7ttffU:o l*m*fcWM««****U 15t^fc») 1 8 
OftiWBJBWm (1 0mM^7^#a-MG^^tp*tl>)^t») ^ 
2 0tt*Lfc o l^ft97B^L©0. 2mo l/L*Wfcth'^A-e«ft 
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149/ 



*»»U ^0«t*tfn^V-> (Packard) fc®Ltz 0 1 5 0^ L?>v 
^ D y>f4 0 (Packard) *iH*.T«WllU ^"f * 3 
^^^^^^ (Packard) i:tMtt^tit^o 2t 

[0 3 6 2] 

»1] 





lC 50 m. (nM) 


mmm 7 


1 5 


mmm2 4 


2 5 



[0 3 6 3] 

15WIJ2 

t h s glt 2 mm&&ftRfeM&& 

thfifiMRNA (Or i gene) t'J^dT?:^^v-i: 
LTjUgaPU PCRiiiPifflcDNA^^';-£ffr&L£o ^cDNA7 
jy^ij-ZmMt Lt\ R. G. We 1 1 s J: 1* S G LT 

2 (ACCESSION:M95549, M95299) O2f^5>2 0 3 9f 
$^JfiiBJ!l*PCRfel^ , )ilBU p c DN A 3 . 1 (-) (Invit 
r o g e n) ?)7;vf ^n-^>»i:JfALfco #ALfcDN AO«3IE79 

[0 3 6 4] 

2) t fSGLT2 &1&8&fc<Ol&3L 

t>SGLT2i^^-tS c a I T?«KfcLTitiMKDN A t C 
HO-KlW:'J*'7x^y3>ft (Effectene Transfec 
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tion Reagent IQIAG EN) i:t$Xlfc« lmg/mL G4 
18 (LIFE TECNOLOGIES) JCT^tW WftttffllfiftS:^ 

o f t^S^^ c S 2 - 5 E t L> J-m 2 00 

^ g/mL<7)G4 1 8#^£T"T?J&*U^o 
[0 3 6 5] 

3) ^fjv-^D-^ne^yK («-MG) lfc»>&*ffl#i&te<*>»l£ 
9 6 ^71/-htCS2-5Er3X i 2 BIHMSfcbfc 

mMM*^A, lmM»;^•> , ^7^^ 1 mM^fcv^*^ A, lOmM 
2- C4- -l-nVr^H :r_? 

5mM pjX (t: Kn^y^f;V) 7^^>mi»pH7. 4) fcl± 
. mMtt?^^ (Sigma) £l4C5^Wfc (Ame rsham Phar 
macia Biotech) <7) « -MG«»lmM^^^ KtSft 

fcttttflS-*- V V 1 4 0 mM^ik3 V > ^tr» "5 ^^fflit 

ftv»iWOa*«ii«) * 1***9 1 8 0/uLilll*.. 3 7tfl0^f 
^«i3 i tf*^*) 1 ^ 7 5/. L-foinx.3 7lCT?t£g 

(1 0 mM^7^^« -MG ^^tfMH^^if ^) t?2HI«»b^o 
l^fc«9 7 5^LO0. 2mo 1 /L^BMkf" V V ^A-CfflJB«r»»U 
ttfctra^V-h (Packard) KfrLfc. 15 0^LO^m>f4 
0 (Packard) *Jn*.TiI*nU 700"»f V->3>^^- 

(Packard) ^Xtt*t»tt*«-W *NR»«>*9&* 
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if & * - „ _ D - >T)V n \L J J -> V<DM *) L fco ls»fI^W s 

[0 3 6 6] 

m2] 





lC 50 m (nM) 


mmm 2 


6 


^jsm 3 


4 1 


mmm 4 3 


1 2 



[0 3 6 7] 
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^-v! 1/E 



mm] 



(Rl t±H. ^nyv, OHf ; R2iiH, ;Nn^VXIJT;K^ ; R 3 &^R 4 

;v ; G t± 
Mb 2] 



/x *± 2 * sat-*- a £ t § & o 





OH 



Mb 3] 
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50300536746 



*Efii±)S 0 0 9 4 

spJ& 15^ 4 J3 10 



[mmnl ^mtt 3.3310 
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s<-i? : l/E 

003-097152 



m m a 



M#-5§- [000104560] 
1 . B 1 9 9 0# 81310 

# m ft^^^rtT^^l 9#4 8^- 



HilEff ffiiE#2 0 0 4 - 3 0 3 7 2 6 1 



